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(57)Abstract 

PURPOSE: To obtain the subject inhibitor, containing a compound 
expressed by a specific formula as an active ingredient and useful 
as a therapeutic medicine for diabetes and various diseases 
concerned with aging. 

CONSTITUTION: This inhibitor contains a compound expressed by 
the formula {R1 is H, a lower alkoxycarbonyl-lower alkyl, a 
phenyl-lower alkyl or a (substituted)phenyl; R2 is amino, 
phenylsulfonylamino or N=R4 (R4 is a lower alkylidene, a lower 
cycloalkylidene, etc.); R3 is H, a lower alkyl, a lower alkenyl, a 
phenyl-lower alkoxy-lower alkyl, a (hydroxyl group-containing) 

phenyl, etc.; X is S, N(R10) (R10 is H or a lower k 
alkoxycarbonyl-lower alkyl); the symbol is single bond (A is carbonyl n ^ 

in this case) or double bond [A is =C(R1 1) in this case (R1 1 is a K-R? 
lower alkyl, a lower alkoxycarbonyl-lower alkyl, etc.)]} e.g. 



5-(4-benzyloxybenzyl)-2-isopropylidenehdyrazinoimidazolidin-4-one. 
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[0 0 3 5] <S«7;U*^**2: UTt±. *J-)V=f- 
it. x.*)V**. zfutyv**. -f^fr*** jvrfn 

^t$*t© 7;i/=¥;b*T'fe 7;f=¥;b5 i ^S& * 

4. 

[0 0 3 6] 7i-;H±UiiS^^ni'^ 

i/^^XfiSMTJU^Ju^^^M^ii^ & 1 ~ 3 ^ 
^Tf6Ci:©**7x=/Hft«7^'*A*4:U-Ctt. * 

-^^-^i/yokVu. 4-7x-;i/^. 1. i- % >" 

6-7i-;^*^. 2-^f;i/-3-7i-ii/^a 
tT;i/. 2-7i-;u7°nk";i/. 2-7^D'(vi/>, 
3-7;i/7ro-^Vi/;U, 4-7MDA>i/>, 4-9 

Dn/<^;u. 4-7'n ; e'<vv>. 

;K 2- (2-7Mn7i-il') x^-;u. 3- (3- 
?nn7i-;u) zfn&u* 4- (4-7p : E7i- 
;u) 5- (4-a-K7i-;i/) ^v-J-;^. 6 

- (3-7MD7ir;i/) 1, l-">"^^- 

;u-2- (2-9nn7i-;i/) x-^/l/. 2-^^;u- 
» 3- nD7i-Ji/) yatVK 2- (4-^;u 



(7) 
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1 1 

2, 2- (2, 4->7d 

^7x-^) x*^I/. 2- (2, 6-^D7ii 
>u) x*;i/. 3- (3, 4-^an7x^) ^nf 

4- (3, 5-i/7D*7x-;f) 5- 
(3, 4-5/7Ma7i-;H ^>-3^l/. 6- (3, 

;UTfn^v>";K 2- (2, 4, 6 - h 'J ? a a 7 x - 
;u) x*-;u. 3- (3, 4, 5-h!J7^a7i- 
;u) ^d#*£/. 3-tKo 10 

^.>^<>i7;b. 4 -fc Knifi/^V^l/. 2- (2-fc: 
Kn^>7i^) x^M 3- (3-fcKa*s/7i 
-p'ut'JW 4 - (4-tKn*J/7x^i') 

;U. 5- (4-tKtf*f7x^) ^V^U. 6- 

)0- 2- (.2-K KD*^?!-^) x^/K 2-*f- 
;u-3- (4-t Kn*J>7i=Ji/) ^ntT^l/. 2- 

(4-fc: Kn*f7i=^) ^utVK 2, 5-J/tK 
d^^v^K 2, 3-'AKn*i"<yf'M 2- 

(2, 4- , AKo*J/7x^) xf-;i/. 2- (2,^ 20 
6-i;tKD*J'7i-il/) x^l/; 3- (3, 4 -J* 
t: K n **s? x 7°o fcVk 4 - ( 3 , 
n*j/7±iil/) 5- (3, 4-&7fc.b*n*f 

7l :^) ^v^M 6- (3, 5-J^t:Kn*i/7x 
x;u) 2, 4, 5 - h U t Ka 

2- (2, 4, 6-h'Jth'D*i'7i-;i') X*- 

3- (3, 4, 5-HitKn^7i-^) t/.o 
2-xha'OS^b, 3--h'D'<>"». 4 

-rho^M 2- [2--Sn7x-;i') 

3- (3-xhn7i-M T-n^l/. 4- C4- 30 
zhD7x-ii/) 5- (4--hn7 t ui/) 

^vf-M 6- (3--ND7x-;L/) 'N^fi'A', 1. 
l-*J**-fr-2- (2--hD7x-^) x 2 
_^^ ;b _3_ (4-2hn7x-^) 7 p Dk'M 2- 
(4-;hD7xr;i/) ^Df;i/, 2, s-s^xhu* 
2, 3-^-hn^>->";i/- 2- (2, 4-i'" 
-hD7ii;i/) x-fr/U. 2- (2. S-^'-hD7i 

x;u) x^;k 3- (3, 4-i;-hQ7x-;H 

4- (3, 5->"-ha7 X -^) 5- 
(3, 4-^h07x^) ^V^-M 6- (3, 5 4C 
->>'rho7x-*) 2, 4, 5-h'J-h 

n^vs^k 2- (2, 4, 6-h'J-HD7x-M 
x^;K 3- (3, 4, 5- hU-ha^i-^) 7° D 

2-^^;u^<vi/;K 3-x^;u^>i/";u, 4 

•f-.H/'OS^'lA 4 -'N*i>^^>'>"-' 1/ - 4-fV7 , a^ 
;i/^<V>>';i/. 4-tert -ff-^^J^. 2 - ( 2 

-^;i/7i;;H x^;u. l- (3-xf;^x- 
ju) x^-m 3- (4-xf;P7x^) ^at°;K 4 
- (4-7°atf;i/7x-;i/) -?*^-;i>. 5- (4-^^ s 



1 2 

6- (4"OW7x-*) ^ 

ju) x^;k 2- (3-ifWx-*) ^ntr;u, 
2, 3 i^^L/^VS^ 2- (2, 4-3/>^7 
x x;u) x^M 3- (2. 5-i/*iW7i-^) ^ 

at°;i/. 4- (2, e-s/'xf;!/?!-^) 5 

- (3, 4-f- ? .*Wx-'l') 6- (3, 

5_o7x^-;i/^x-^) 3» 4, 5-hU;* 

^;u/<v>";i/- 2- (2, 4, 

x^;K 3- (2, 4, 6-h'J>^7x^) 

;t\ 4-* f-^fOi^ 4-xi-df^^vi 7 ^ 4 

4_y^^i/^<V^;K 4-16^-7"^^^" 

-<<W;U, 2, 3-^"^h*^>^>- 2, 4-S^* 
h*^*:^!/. 2, 5->'iKi" ( > > »- 2 ' 6 
-^■it-Jf^^Vi/JK 3, h*S/^<i/i?;U. 
3, 5-i/'i^^Vi?M 2, 3, 4-MJ^h* 
i/s<i;i/)U. 2, 3, *h*i"<>*J»~ 2, 

3, 6-hyxh#S/X:/2/M 3, 4, 5-h'JxS 
*s/^<y^;i/. 2- (2-^h^->7xxyu) x^;u» 

1- (3-xh*i/7x-;V) x*-;u. 2- (4 h 
*->7xril/)im 3- (4-xK^7xx;v) 
^dkVU. 3- (4-7 1 a^i'7xx;b) x^;k 4 

_ (4-7-h*i/7xx;i/) 1, I -i?***/ 

-2- (4-)lh i fi'7xlJI/) xfMl\ 5- (4 -<"< 
yf)l/*#i/7ii;l/) S- (4-^*5/^ 

*^i/7xx;i/) ^=¥i/<H/. 2- (4-^h*i'7x- 
M T-.D^il/. 2- (2, 4->Vh*i/7xXJI/) X 
f-ju, 3- (3, 4-i/"xh#i'7xx;i/) yak*;i/. 

2- (2, 4, 5- HJ* h*i/7x-;i/) x^;K 3 

- (3, 4, S-h'JiK^^xXil/) 7"D^. 2 
-**-;i/*-*"<i/5^l/. 3- (2-x^;i/^>t) 

, u 4- (3-7'ntW) '<Vi/>. 2- (2-* 
f*f^7xr^/) 3- (3-^M*7x 

7°D^ 4- (4-^^7xi/H ^ 
5- (4 ->f*f*7x^) 6 ~ 

i ;i/-2- (2-^^7i-M x*v/U. 2-^5=- 
;l/-3- (4->'f^5i-' 1 ') ^t3tr;K 2- 
(4-^f^7xX?H ^atVK 2, (4 

M 2- (2, 4->'^f;^7xx;i/) x^;w 2 

- (2, 6->^fi^7xx;i/) x^;u. 4- 

(3, 5-^>-?-^*7a:-fl/) 5- (3, 

4-i/)(f^7xx;U) ^vm 6- (3, 5- 
<j*1-)\>**Vx.-M ^*S/^. 2, 4, 5-hU 
(6-^#i/;U^) 2- (2, 4, 6-h 

0 U^f;^?!-!!/) xf;i/. 3- (3, 4, 5-h 
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4361^7-1 33 264 



1 3 

wiS^l±»S«cD7;i/3 *s/3S2««K** l ~ 6 ©e 

[0 0 3 7] Btftai^^ny^JjS?. *K*. 

«*7;u#-n>3k <£»7;io*S'»M«S*7;i/ 10 

-2 an 7x-;u. 3-*nn7x-;t/. 4-?nn? 
2, 3-^Dn7i-M 2, 4-^7^*n7ii 

JU. 2, 5-f'7'D*7i-*. 2, 6-^DD7i 

-;k 3, 4->*7;i/*a7ii*. 3, 

2, 3, 5-HJ7MD7ilK 3, 
4, 5-h'J?nD7i-M 2-tKn*f7i- 2C 

3-tKn*S/7x-M 4-tKn*i/7x- 
;t>. 2, 5-«AKD*fi^. 2 - S-fth'n 
if->7x^ 2, 4, 5-h'JtKn*i/7i-;K 
2-zhn7i-M 3-iSn7i-;k 4--ha 
7x-;i/. 2, 3-i/'-hD7i-M 2, 4, 5 - K 
tj-Ko7x-7U. 2-^^71^. 3->^t/7 
x 4-^f;t'7x-M 3-X^l/7x-^- - 
4-if;i/7i-;k 4-7°at>7xl^ 4-^V 
fil/7x-;K 4-AJf-Wl/7x-;K 4-7'f;i'7x 

4-^ V7"a tVl/^x-^. 4-tert-7*f 30 
fl/7i-M 2, 3-^f;f7x-M 2, 4-">'i 
f;i/7xlM 2, 5-^f*7x-^- 2-, 6-5/ 
>?-;i/7iiM 3, 4-i/7f^7x-;i/. 3, 5- 
j/i^7ir;i/, 2, 3, 5-MJ^^7x^. 
3, 4, 5-hU^^7x-M 2-^K*5 / 7x- 
3-^^7xZM 4-^*'>7i-M 3 

^j/7x-;k 4-tert-7'S#i'7i-;i'.. 4 
— iV^Ji-^^^x-^ 4 -^wi^^Wx- 40 
;u. 2, S^h^f?!^'". 2 > 4-S>xh*f 

2, 5-^f;i/7x-M 2, 
dfi/7x-;i/. 3, 4-^h^7x-^ 3, 5- 
i?lh*i/7x-M 2, 3, 5-MJ*b**?x- 
3, 4, 5-HJ>h^7i^. 2-**7l'*- 
^7xijl/, 3-iW*7x^^. 4-^ntiVl/5 : - 

tJ-^x-JU, 4--^#>>^-?-'i'^x->l/. 2, 
f^7x-^. 2, 4-J?^f^*7i-fl/. 

3, 4-;y"^^ : ;i'^^7x-;u. 3, 4, 5( 



14 

;i/^7x-;!/S^©S^»tur^n^>iS?. ?J<S& 

ju*. jB^R»i~6©iiMlxl*»tttt©7;i/3*£/l5a 
ft«tt i ~ 6 ©fiaxtta^^u**/**** 6 

jllfftStt*: 1 ~ 3fiF&-T*- 7x 
[0 0 3 8] <g«7;UA^-<^7^-'ltfcU"Cl±, 

5 j ^ y ->( )U7 J. tert-7'f;i'*M- 

[0 0 3 9] 7x^^S±^S^StUTvND^rVM 

5^Si-UTt±. 7x-;Wl^-^7i/. 2-7;U 
^07x-;wW^7iA 8-7Wn?x-* 

4. - 7;i/* a 7 1 r ;i/^;u* -;u7 
5>, 2-^an^x— il/Xfl/*=^7 5 y. 3 — £ a 

*z;i/7?y. 4-7'n : E7x-;WV*-Jl'7 5y. 

4-3-H7x-;i/x;i^-;i/75v'. 2.-kKn*i/ 
7 x -;i/*;i/*=;i/7 U-tKn*f7i 
;i/*r.;i/7 5A 4-tKa^7x - )UA)ls*=.fr7 
j. ^. 2-75>'7x-;i'7Ul/^l'75>'. 3-75 
;7x-^W;-^7iA 4-7 5y7x-^l/ 
^^ 7 ; 2-7tfJl/7i>'7x-Wl/*-^ 
7 5;, i 3-7tf;i/75 y7x-;VX^*-^7 5 

y 4 -Vtf ;^7 5 ; 7x-^x;u*-;u7 ; y . 2 
--f=f- i) jvy i;7x -Jf7 5V . 3 - 
tj;u7 5 y 7i.r;^;i/*-^75 y . 4 -7"?- 'J ;i/7 

[0 0 4 0] ffi87;i/* , J7 s vlSfct»Ttt, ^f^- 
ifij^^, ^ntf'J^v. ^V7*al:UfX 
fy. t e rt-7>'JfV. /<v^'J^. ^*t"J' 

[0 0 4 1] is$ki/!? n7Jt>*jv&%i~2M^ir2>{£. 
87 Ji/* U 7 s fc t, TJ±. 2 - : 1/ * a 7 n HiUx& U 
l-i/^D7'f-;vxfiJfX 3-i/JQ^>f 

v. i/i/Ou-Ju kMb^uv. 2-^n7 t Dfcf;i' 
if - U r :/SKStf>iE*» 3 ~ 8 0)*st> a 7)V*)\*m & 1 

~ 2 * a*& i-6 0wm.wtfttm7»* u ^ 
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1 5 

[0 0 4 2] a 7;i/3r'J-rVSi: LT1±. 

[0 0 4 3] ^x.-^f&S&T^'J^vfti: LTt±. 
2, 2-->"7xX J /bi.^ij7 r V. 1, 1-^71-^ 
^iJx>. 3, 3-i/'7i-^Dl^Uf>. 4,4- 

>gT?fe£^7xx;i/7;b=* U-rvS&^t?^ S. 
[0044] 7xx;i/i&&7;i/*yrV*i: bTte. 

3-7i-;i/^nt°UT>. 4-71-;^ 

>. 5-7x-M>fy?>, 6-7x-;L"N*i"J 
-7--.V. 2->f;i/-3-'7i-^7*P^ , Jfi', 2-7 
x -juzfa f'J ^ v^ror^* 'J r >gR#®j^3f!&# 
1 ~ 6 «IfiglX{±#&tt<Z> 7^* 'J r>lfS>5 7 x x 

[0 04 5] {g^/l'-trx^gi: LTtt. tr-A*. 7U 
Efl;Kl;i:#K:KOT7^x;U»&#J^T'£ 

[0 0 4 6] ? x x;HB*7Jua*t/<g«T;i/#;i/*fc 

1- 7z-^xH*i')ifJK 3-7x-^7° 
nd?#^^^K 4-7i^l/7'h*i'^f^ 1- 1 

-«>7f ;v- 2 - 7x xii/x k ^ i/^f 5-7iz 
j\/^>^JV7Sr *is?i-)l>* 6 - 7 x # i/ju* # i/ 

2- ^.v^";i/^^^^^ 3— "ivs^i/tf* 
7 s a fcVk 4 — ^ i^tf * ^ 7*-3^K 1 , l-i/* 

?-)V- 2 -^v^utf^x^l/. 5 -siyisJUit*?/ 

7;t/*MB#*'J&ff& i ~ 6 <z>fiiixi*#&tf tf> 7 ju* 
)\re& s 7 x -)i>7)uzi * •> 7 iv*c)v&*WiKT? & & • 

[004 7] 7jc®E8$:W-rS^i:C0fc^>7^-^tt^ l> 
Tit. 2-kKa* , >7x-M 3-tKa#V7x- 
4-fc Ka*S/7xX./i/g£M7S"tr££- 

[0 0 4 8] g^JI^StJ ! ^Jl^e>^S©«J:Ua^ 
*ifc^T-njS?&l'-2fiP(M _ *5|l*l/<lt6*O^F 
&^rn;g<gj!&7;i'*;i>* (IS^-r nUii-^vfe'^a 

$i. 2- t°u>>"-;u^^- 3 -t^js*-^* 4 

-tfys?x;u>*-M 2- (3-t°«J^"-^) 

3- (3-t°'J ^x;i/) 7*ntVU. 4- (3-t.°U^- 



1 6 

5- (3-k 0 'Ji'-^) ^V^K 6- 
( 3 - t^X 'J S>*x;i/) <^**sn>* l-*-5Ml>-2- (3 
-f'Ji/rjiv) 7°afc.°;u. 2-fcKn*i>-3-fcrus? 
x;u;*^;k Kci*^-3-t. 0 'Ji/-;i/;*3MtA 
6-fc Ka*->-3-f'J->-Wm 2-fx^V 
*3Mk 3-^x-;u*?via 2- (2-^x-;b) x 
S- 7"nt>, 4- (2-^-x 

T^u. 5- (2-^x-;u) 6- 
(2-^x-;t/) ^s=JrJ/;i/, l-^^U-2- (2 
10 xv~7b) 7°atf;K 3-tKn#i/-2-fi-W^ 
5-tKa^-2-fxx;i/^?;i/. 1--T5^ 

i/y 2-4 swvjutf-ji/. 4--f^?V 

U;i/si*;i/. 5— rs^y^f-;!'. 2- (4-^5 
*vy;i/) x^;i/. 3- (4— rs^/u^) 
m 4- (4 — f ?.^u;i') 5- (4 — rs 
&un>) 6- (4-f5if/'J*) ^*~> 

iU, \-H-)\s-2- (4— f 3^-/U^) 7°nfcT;i/, 
2-fc:Kn^i/-4 — r S^/'J^^^. 1— <>K 
ij/l/ji-^u. S-f^KW^M 2- (3— <>K 

20 y;u) x^;u, 3- (3-^>Ky;i>) 7°nf;u, 4- 
(3-WvK'J^) 5- (3— f>Ku;i/) * 

V ^ ;K 6- (3 — f>K<;^) 4-tKn 
af^-3 — r^Ky^-^M 2-t Kn*2/-3--r 

2-fc°ay;i/*^, S-^^'J^f^ 2- 
t°y 5^x;i/^^;i/. 2-k°7'>*x;wm 2-3-7 
!/y;u^^;u. 2-^yy^^^M 2-^>V-ir5^ 

30 ~2<a^-5 5m3Z.^6M<Z>^iafn0^5 1 a^Wr^ 
[0 0 4 9] MTil/JfVVitUtlt x 

2-i/*-3\>uM; ^^L'V. i-^^-;uhy>^^>. 

^jMfuv, jc^;f^^uv. ■rKv*f-i'>. 

[0 0 5 0] y JL-Mm7j^j^mthxit. *w 
40 ;t/. 2-7ir;wm i-7xi;i/xm 3-7 

xx;i/7°nkfJK 4-7z-^7'fM 1, l^i/^f- 
;U-2-7xx;!/x^l>, 5-7i-Mvm 6- 
7 X xji/ASfi/;i/. 2-^^-3-7xx;U7°n t° 

2 - 7 x x ;i/7° n kVuS^© 7)V*)VUft A'j^^St 
1 ~ 6 CQitMXl*^ : K : yt©7';i/^;u*T-fe 5 7 x x;uy 

[0 0 5 1] *^-*<>{6^7;i/^»i:UTJ4, TJ^ 

rf-c#i/^^;u. 2-*;u^ d P'>x^;i/. 1 -tj^-K^ is 
xm 3-*;i/#^^7°DnVb. 4-*;^-*^^ 

50 JU. 1. 1 ->>V^-2-73;i/*' d F->x^-;i/. 5-* 
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1 7 

l ~ 6 ©oliUz. i±#1$ttco 7 ;u & & * * 
[0 0 5 2) 18Mi'>?u7)l/*)l'g:tl,X\t. is?UT° 

[0 0 5 3] igM7JVzi*i/fi)l>tf-)\'&t. LTti. > 

[0 0 5 4] ?x.-)\smik7Ki*V&t UTI*. -^v 

[0 0 5 5] /Na-y^t(6«r;i/*;(/*i:l'"Ctt, fa 
n**^, -7n**?)V* a-K^K ^urfn;**- 

1, 2->"?QniW. 2. 2-i/"7il/*nxfJl/, 
1-^od-2 - 7;u^J- Dif*, 3 - n -f a tf 

3 - yju* a- 2 -*wfv \?)V&mv> 
[0 0 5 6]. (g&T^U-VS/rf^Sfc-l/rti. 
[0 0 5 7] MfaSfcLT'Mayvfflfy. 

5/JS. iMO/i. /wtfvittiJRT 

7VI/*;HS. 6-tKn*f-2. 5, 7, 

2 -i? *^i/**S'3£&TJ ! 6 — 

y;i/*y-<;u**^-2, 5, 7, 8-rh7^- 
n^e^^-^^u^-^^S^^Sliti'SSS: 1~ 
3©ftr sctffl^57i-;i/it on±, 

2-7MD7x-M 3-7MD7i=M 4-7 



1 8 

;^D7i;M 2-fDD7i-;K S-5DD7I 

-;u, 4-?aD7x-;i'. 4-^o : e7i-;i/, 4- 

3-K7i-M 2, 3-^nD7i-M 2, 4- 
5/'7>ib5lrQ ?x-;i;. 2, 5-^0*71-*. 2, 
6-^DD7iiM 3, 4-f7Wn7i-/l/. 

3, 5-s/"?na7i=M 2, 3. 5-MJ7;U7J-n 
7i-;i/. 3, 4, 5 h"J?nn7ss;i/. 2-fcK 
•n#S/7x=;u> 3-tKn*V7x^l/. 4-fcKn 
*f/7x-M 2- (2-fc Kn*s/) 7x-;k 3- 
10 (3-kKn#f) 7x-M 4- (4-tKn^) 
7s ;M 5- (4-tKn*J/) 7x-^ 6— (3 

-tHn*f) 7x-;K 1, 1— >"^;f-2- (2 
-kHD*f) 7x-;k 2-^^;u-3- (4-fcK 
n*f) 7x->. 2- (4-fcKn*^) 7x^. 
2, 5-'AKn*J/7i^. 2, 8-'AKo*J/ 
7!^, 2- {2, 4-i;.t:KD*-» 7x;*. 2 
- (2, 6-f*tKa#'» 7x3. 3- (3, 4- 

yt^a*^) 7x;;i/, 4- (3, 5-^tiKn* 

i/) 7x-*. 5- (3, 4-'AKn*J/) ?x- 
20 6- (3, 5->*tKD*-» 7x=JK 2, 4, 

5-.^ijt:Ka*->7x=;u. 2- (2, 4, 6 - KU 
tKD*-» 7x-A 3- (3, 4, 5-h'JtKn 
7x_jl?. 2-rhc7x-M 3-->n7x 
-IV.. 4--hn7x-;K 2- (2--t-a) 7x- 
;L/ 3- (3--hn) 7i-Jk 4- (4--hD) 
7x-;i/. 5- (4--hn) 7x-M 6- (3-- 
hn) 7i-Jl/. 1, l 2- (2--K 
a) 7x-M 2-^^;U-3- (4 --ha) 7xi 
jl/. 2- (4--f-a).'7x-;k 2, 5 - •>"- hn7 
30 x-;u, .-2, 3->-Ka7x-M 2- (2, 4-S? 
-ha) 7x-M 2- (2, 6-i?-hn) 7i- 
;U. 3- (3, 4-'>*-f>n) 7i-M 4- (3, 5 
-i/- hn) 7x-;k 5- (3, 4->*-hn) 7x 
-)l>, 6- (3, 7x-/K 2, 4, 5 

-MJr.Nn7x -;u, 2- (2, 4, 6 - h U - h 
n) 7x-;K 3- (3, 4, ?x-. 

2-?tW7xl/k 3->f^7x=M. 4-* 
WU7i-M 3 -31^1/7 . 4-X^;i/7x 
-;!/, 4-7'nt>7x-;i'. 4-'<V^t'7x-Jl/. 
40 4-/vdfi/yi/7x-;K 4-7'^7i-;i/, 4 — TV 

2, 3-^Wx-M 2, 4->'x^7x- 
2, 5-^^71-^ 2, 6->7f^7x 
3, 4-i/^^^x-M 3, 5-is^3>)l>y 
2, 3, 5-MJ>^7i-/l/. 3, 4, 5 
-hU'^fJl/7xx;U. 2->h^7x-fl/. 3-^ 
^i/7 s x^ 4->h*->7xiM 3-xh^-> 
4 -ih^r->7ix;l/. 4-7"D«K*i/7x 
4 — fV7'c^i'7xXM 4-7"h*>>7x 
50 -;K4-tert-7-h^7i;M4-^ 



(11) 



7-133264 



1 9 

7l r;u. 2, 4->"xf>^ri/7i-M 2, 

2, 6 f^^x^U, 3.4- 
S7>h*i/7i-;b. 3, 5->'ih*f7i-^- 

2, 3, 5-hU>h*S/7x-M 3. 4 > 5 - MJ 

2, 3-i/">WW7iz;i/. 
2* 4-i/^^^jt7x-;U, 2, 6-^^*^* 1° 
2, 4, 6-h'J^fA^*7x=M 2- 

3, 4-i/"AW J f>7x-il'> 2, 4-i7*^#*^ 

3rt/^j;i/.-K-;u7x-;v. 4-* h*^;*;t/*"x;i/7x 

4-^V7*a7tf#^:fr;u**x.n/7xx;i/, 4-^.y 

-;i/7 x -^ 4-ter-t-7*h^iW-Jl'7i 
x/U, 4-^*t^#*S^;i>#x;U7xX.n/. 3 « 4 
->VK*f*M-^7x--/W 2, 4-i**h*S/ 

x 3 - ;* h * i/rtVi/tf x;u- 4 - x h * i/ # 
-;i;7 I z;i/, 3, 4-iy^h a r > >^^ ZL)]/y ^~ 
jl/, 2, 4-i/xh#^*/^-^7x,-JI/. 2, ; 3- 
j/x. h Jff*^il/7x -71/. 2 -'OS^U* *f 7 
x 3-'<y^**i'7xiM 4 -'OS'*'* 
#->7i-Jl>. 2, 4 -i/Xv^Wx-^- 4,6- 30 
->-^>i/";U7x-Vl/, 4- (2-7i.iA'Xh*J/) 7 
a:-;^ 4- (3-7x-^a^*'» 7i-^- 4 
- <4-7ix;i/7>*i") 7x-M 4- (5-7* 
r:;i/^>^;t/;4-^i/) 7x-M 4- (6-7x-^ 
*s/;i/**i/) 7x3. 2, 3.-**i/>iS**f7 
x 3, 4-*?-l':'i'* a fi'7xx;K 2, 3- 

3, 4 -x*U 
7 S 1M 2, 3-7*nbTfV^ ,;3 f^7x=^- 3, 
4-zfO*L K>^#>>7i-;U. 2-W*'i^7x 

3- ^WJ^7x-;i/. 4-?WJ>'7x- 4C 
2-^dd^7x-;k 3-yn^>^;u7x 

4- 3-K>f^7x^ 2.-7;t/5i-aji*;i/ 
73i kju. z-S'^aa.jif-^xx./i/. 4-S/7*a^ 
^^7x-M 3-iy"7^n^ i ?-;U7x-;L'. 3- 
MJ*ao*f\«^7xx;v. 3-b'J7MD^f;l/7 
xXJU. 4-h l i7^n>;^l/7i-il'. 4- (1, 

2-i/'?anxf;i/) 7x-;u. 2- (3-7;i/^n7° 

DfclVt') 7x-;b. 3- (4-i'Q07'f;i/) 7x- 

;u, 4- (5-^aa^vf-JU) 7x-;K 4- (6- 

7x-;i/. 2- (2-5DDXfM 5 



2 0 

-4-i?7*D^^WxX;i/. 2, 3, 4-MJ 
nn*?Mt/) 7x-;u. 2-*;i/^'»^7xx 

^;u7x-;i/. 3, (t^u***^-^) 

;l/ 4 _ (2-^;i/**^fi/x^;i/) 7x-;u. 3- (4 

-ujb#*i/-f9-M) 7x-;p. 4- (6-*;u**^ % > 

^J^W 7iXJk 2-* h*!'*^?-*-**^? 
x-;i/. 3->K* , >*Mx;wf;b7xx;i/. 4- 
^h#^*;t/*-;wf;i'7ix;u. 2, 6-sM*h 

7xXM 4-x^i/i)Jl/^ 

4- <:4-xhdrt/*;u*'-;i/7*-? L ;i/) 7x.x 
, K 3 _ (e_/ V ^j/;i/#**/*;bsKi;i^*s/A') 7 
xxM 3- (6-tKn*f-2, 5, 7, 8— rh 
7>f;i/?n-?y-2-^H ^h^i/7x-;i/. 4- 
(6-tKn*V-2, 5, 7. S-rhv^f^n 
-7V-2--OP) ^h#^7xXM 3- (6-7°afcf 
*=.jv**is-2. 5, 7, 8-?h7^MD7^ 
-2 — Of) >h*V7xXjk 4- (6-^3M*->-f 
;i/**i>-2. 5, 7, 8-tK?^btv-2 
-^M * h*S/7xx;i/. 4- 
2, 5, 7, 8-Th7^Wov^2->f;i/) * 
h^>7x-M 2-W^i'-4-^ 71 - 
;u. 3-W^-6-^^7x:;i/. 4-tj.JW? 
^•/-6-^f-;i/7xx;i/. 2-#;i>*'*S'-4-x^ 
;i/7xx;u. 2-A^->-4-fnn7xx;i/. 3 
- *;^->-6-7'a ; e7xx;t'. 4-jjjvtf#*/- 

6-?DD7xXM 2-AW»-4-7'n€7x 
-;U, 2 - ;* h tf-i/frJirtZ-JU- 5 - ^^;U7 x 

h*i/A^jKi^/-4-x^I/7i^l/. 4 -x h^i/ 
6 -*3=-;i/7xx;u, h*S/*;iol? 
r;1/ _ 6 _ ;? nD7xx;i/. a-tnu-s-yAriru 
y x x;i/. 2 - - 3 - 771/* n - 4 - * 

7x3. 2-*ipaK*S/-4-^;i/-6-jRh#3/ 
7 x x^ffliftli: U-CAn¥>g?, - 
h 1~ 6 ffliSllXtt^ettffl-T^*^'^ 

i~6 ©SWDUttfrtttt© 7;i/*>u?*», * ^ * ^ 

i'S^arcaas i - 6 ©s*Dy*a«tt©7;i/3 

t'fe57xx;['7;w*i/l. 7;i/*u>s/**f*. 
) -;i/7;u^l/S. 6-fcKn*f-2, 5, 7, 8--r 



(12) 
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2 1 

h ^ y 2 - o a -;u- * ^/U# * ->S5.t^7;u 
* y -f ;i/**t/9J»*^*K i~6 <z>7/u# j << fr* * 

•>gT'fc&6-7/l//J>''f/I';* : * % >-2, 5, 7, 8- 
2-2 a-?—)l>- * 3-)l>1t * i/ & fr&SI 

[0 0 5 8] g^JS^. B^JR^ RlJ'SUIUS-f*^** 
y »tfh.fc^-r DiS? & 1 ~ 2 flffTT-S) 5ItL< 
liSmoD^fn^-rnSig^T^^U^i: L-Tl*, 2- 
kfiji/xjfc'^fvl/, 4-tT'J">" 10 

x;i/.;*^/i/. 2- x*/t/, 3- (3 

-\*\)'J-M ynt>. 4- (3-fU^"-^) 7* 
ju. 5- O-eu^"-^) -^v^;u. 6- O-fci'J 
•>-x;u) 1-^^-2- (3 -if 'J 27- 

^Dtf;i/. 2— f-xui/y-Jv/i/. 3 -3-3L-)i> 
JU. 2- (2-f-x-/^) 

3- (2-fx-jl/) 7°ofcT/l/. 4- (2-^x- 
;u) 5- (2-fi-li') 6- (2 

-^x.-;u) "\*i//t/. i-*3^-2- (2-f-x- 
ji/) 3Tatf;i/. 1— f 2--f5 4'V 20 

4—<5^v , y;i/^^;K 5 — rss'Vij 
;t/*?^u. 2- (i-"f^ , /'JJK) x^;k 3- (4 
-^;jcvfij;i/) -fug*. 4- (4--fS/5/'JM 
5- (4— f 6- (4 

5*VJ/t/) ^nh°7l/. 2-tfn'J/U*?vM>. 2-t°>; 

;u*^/i/. 2-7'j;u^^yi>- 2- 
(2-7ij;u) x^;p. 3- (3-7>j;i/) -fu\£fi>. 
4 _ C2-7U/U) 7*^K 5- (3-7'j;i/) 30 

6- (2-7'J/l/) ^^^lyfi^iOT^^^gP^ 
B&HK 1 ~ 6 ffl^Ftt?P^r- nmTJ^JumzMTF-C £ 
■5. 

[0 0 5 9] ^nyviS-f «k«t-4^i:©** 7x-W 
x^jUf^. ^-■/Dn7i;Ml 3-7Ji>*uy 

1- ^, 4-7^0711^.. 4-3— K7 

[0 0 6 0] 7i-^7;^^*ii:ltli. 40 
2-7xx;i/x^;i^3\ i-7ir;nfjf 
3-7i-;u7 , ntf;uf-^ 4-7i^!/7'f;i' 
1, i-s/*^/l/-2-7xx;ux3SU/^7t\ 5 

-71^^^^, 6 -? jL-jo^s-'y^^** 

2- ^f-;i'-3-7x-il/7 , Dt>f*. 2-7iiA/ 
[006 1] ^oy>iI : ?-&l~3<®:frf**cfcC)fc* 

^vv-outs y*tu-n±. 2- so 



2 2 

^;i/7 5>'. 3-^00^/^75/. 4-tfa 
D^r/-<;i/75^. 4-^n^>'/^l/7 5/. 4 
_ 3 _|^<VVV,i,ys 2, 3 -S/£ a V^-T 

;i/7$/. 3, 4—>"?nn'<y , /-(';i/75/. 2, 4 
-i^oa'OV^TS-'. 3, 4* b-MJfBD 

^> v^;v7 5 jmmo^vtf 1 ~ 3 £ 

c i: <Z) & S W 5 J & & tfJifrf £ d £ £ 
[0 0 6 2] ^xX/U^Jb^a^SkUT^n-irviS 

^■S^t©S57i^S ®7x-^lli^>t'v 
7X--/K 2-7;i/*D7i-;i/. 3-7;^07iI 

4-7Ji/^n7i-;i/. 2-i»oo7i-^. 3- 

5UQ7x-M 4-^nn7x-JU. 4-7'Of 7i 
-jU. 4-3-K7x-M 2 , 3-^DD7il 

;k 2, 4-f"7Mo7x^i/. 2, 5-2/7*0^:7 
ix;l>, 2, 6-^007x^1/. 3, 4-i77;U^- 
D7i-M 3, 5-/5on7xi;i', 2, 3, 5- 
MJ7MD7x-;f. 3, 4, 5-KUi'nn7i- 

2- t Kndpi^7a;x;K 3-fcKp*i'7x- 
;u. 4-t Kn*J/7i^, 2- (2-kKn*f) 
7xx;i/. 3- (3-bKn#s/) 7i^. 4- (4 
-tKn^i/) 7x-ik 5- (4 ;tKn*'» 7x 

6- (3-kKo*S/) 7i=;K 1. 
f-;L/- 2- (2-tKO^i/) 7x-/K 2-^5 L /I/- 
3- (4*-tKn*i/) 7x=;i/. 2- (4-tKn^f 
i>) 7iz;i/. 2, 5-^kKn^>7x-;K 2, 3 
-ftKo*i/7x-;K 2- (2, 4->*tKo* 
i/) 7jl-JU, 2- (2. 6->'tKo#-» 7xx 

3- (3, 4-i/"tKn#i/) 7x-;k 4- 
(3, 5-i/tKD*J/) 7i-/k 5- (3, 4-i/ 

tKaW) 7x-;h. 6- (3, 5-i*fcKn*S/) 
7x-;k 2, 4, 5-MtKn*l/7i^. 2- 

(2, 4, 6-hUtKn^>» 7i-M 3- (3, 
4, 5 - hU t: Kn*-» 7x-;i/. 2-x Sd7i = 
;K 3--hD7i-;i/. 4--hD7x-il'. 2- 

(2-rhnj 3- (3--hn) 7xX 

;u. 4- (4--ho) 7i-M 5- (4--ha) 
6- (3-- ha) 7i:M 1, 
2- (2--hn) 7x-;i/. 2-^f-/L/- 3 - 

(4-- ha) 7iiM 2- (4-xho) 7x- 

2, 5-'/-hn7i-;k 2, 3-2/- f-D7i 
x;u. 2- (2, 4-2/xhn) 7i^K 2- (2, 
6-27xhn) 7i;*, 3- (3, 4-/-hn) 7 
x-/lA 4- (3, 5 -'>'- hn) 7x-*. 5- 

(3, 4-/-ha) 7i-JK 6- (3, 5-2/xh 



(13) 
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2 3 

a) 7x-M 2, 4, 5- hU-ha^x-^- 2- 
(2, 4, 6-MJ-hn) 3- (3, 4, 

5-hU-hn) 2-^f;i/7i=M 3- 

>iW'7x-ik 4->W'?i"JI'. 3-1^71 

4 -^>f^7i-M 4 -Aif>>jl/7xrik 4-7 
^l/7iz;t/, 4— YV^n fcMl/?x-;iA 4-ter 
t _y^ 7j: -;K 2, 3-i/7f^7x-^. 2, 
4-i/xf;i/7i-ik 2, 5->"^^l'7i-;K 
2, 6-^f;i/7i-;i'. 3, 4-^f*7x- 

3, 5-^if^7x-JK 2, 3, 
^7xr;i/. 3, 4, 5-MJ^;U7x-;W 2-* 
h*i/7x-;i/, 3-^f-* , >7x.-*- 4-^h*^ 
7 X -;u. 3-ih*'>7i:M 4-iK^7x- 

4-7°a^7x^k 4 — rv7°a^i'7i 
rjl/. . 4 7x-/K 4-tert-7 , h^f> 
7x-;K 4 -^Vf;i/7x-il/. 4 -AJf->Jb7i- 

2, 3-^h*i/7i;M 2, 4-i/xh^ 
7x-/K 2, 5-^^7x-;i/, 2, 6-i/**H 
a?^7x-;K 3, 4-S?;* h^^x-^. 3, 5- 
■Vih^7im 2, 3, ^^7xr 

3, 4, 5-MJ^h i rf7x^I/. 2->^;i/^ 

3-x^- / iu?-3i-7x -;iA 4 -7a hfjvf- 

*y*-JU, 4-A*i/;i;W7x^. 2, 3-S/J* 
WW7iyK 2, 4-Wf^7x^. 
2,6- i- 7 * ^U*-* 7 x.- 2 , 4 , 6 - I- V * * 

;i/^t1-7x-;k 5, 

6, 7, 8-rh7tKD-l-t7f/i/. 5, 6, 

[0 0 6 3] SSWSW. S^^JKflHftW^&fc* 
PJ; USt£^f-^-r nJM^S: 1 5 AXli 6 

L fe^r- a St-h Kg&& t U T?^*^^ 7 ;i/ * 
l~5«gUToT*><fc^) 
Ti±. 2-.t"d'j;K 3-t°D'J;k 2 -f-x-;t/ v 2 
-77-;k 3-77-M i-wt?-.)^ 3-tru 
4 2 -fa tji/"-;k 



24 

o77-;i/, 3-kf^'J->"-^ 2-rS7tKaf* 
f^-M 2-rh7tKn«-M 3— OK'J 

5->^-;U-2-eU^->'^ 3, 5-2/ 
^^l/-2-e'Ji/'-;K 4, 6-S^tKn*S/-2- 
tfUJ/^u. 6, 8-i/b: |-'d-<v 

10 [0 0 6 4] 7x-*i±CWW*->S?:l~2 

p^rf- -5 £ £ cd & £ ? x ;i"<-=e -f JUi&l^TJv *;t/ 
Si:bTl±. 7x=;i/*,n/^*-<-n/^^. 7x^;U73 

x x;u7j ji^^e -f ;u^;u. 7 x ^;i/tj;w<^ w v 

x.-JUZJW^-OU*?-)^ 3-* h*->7xlW;i/ 
Jl/**)U. 4 h#if7x^*;W^-f 

20 7x;W;i"^'f^^*- 2-lh*->-4-7'f- 

»;u/<^«i';i/ji*'M 2- (2, 4-^h*f7i- 
;i/73 jw^ -r ;u) x-j-;i^£^o>;i/3 * j/gp^©^SJc 

# 1 ~ 6 &Zf7)V*J\/&ft<Dl&M&tf 1 ~ 6 1?* 2. 7 x 

[00 6 5] £fc#H£&3*lC&^Tl±. TS^iSSf 
30 JcBBb-tt*. iffelUPAC, IUBO^t»b<li 
SSHHfflciJtt* WBK#tc*b fsS#T'«7p-r S %i CO * 
*GD#!l£ft£PtfS. SP^>- TyrttfnJ/V. L 
eutta-fW. Tr P lth';7"h77X Asp l±7 
X^^VSL Glytt^fV. Ph-Glyt±7x 

[0066] -«* ( 1 ) -e«*tE*i«<b^*|Cfev>T 

tfa<7)igi<£\,Z\±. TffisS (A) ~ (E) fcU-C^-TMlx* 

40 [0 0 6 7] 
Ht2 0] 



CM) 
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2 5 



R" 



OH R s O 

n _ rt 



R' 



X N 

^ i 

HN-R- 
(D> 



OH 



X NH 

HN-R 
(C) 



2 



X NH 
V 
N R 

(E) 



,3 



R 



3 



[0 0 6 8] (1) tHR*>aEft*fb£4*Kl*-ft 

ttfltfff»te?r fi-gf tfft * . 

[0 0 6 9] -MS: (i) -e«*>sft*fls£tt® , t , fc 

[0 0 7 0] f£-.>T. fcHiBWA** -f 5- KfiJSIMr 
* tt & *TT -5 «MWs{ b^ttSt/* * *>S«i" * *» «> 

[0 0 7 1] BD*>. ^^RJHc^fttf. mfia— IS* (1) 

(muR 4 £R io £tf£wc^bT6~8m^&ff2)& 

g-W-CO-OR 5 £^-rJt£Kl±, Xtt-S-fc** 
b "C 1MB 6 ** « 3E K * R 1 1 mft2< b 3 £ ft 3 & £ 

t±3^-;i/&&^bTt±&£$^) T?«*>Sft*ft'&4* 

[0 0 7 2] *38w©-hfi— (i) -ea*>*ft*ft 

KWtxfl!)iBHw5'isT« an©***** 
A*fr«Bi»tf*ft6K'Sr*ft4**b»'^b*« 

tt. «3LtfTIE-tt* (1A)~(1D) T'fifcSft 

[0 0 7 3] HB* (1 A) : 
[00 74] 
Hb2 1] 



20 



3G 



40 



rr ^rt 

X NH 

N-R 
(A) 



2 6 
OH 



,2 



X N 



N — R 
(BO 



,3A 



S N-Rl 
Y 
N-R* 

CIA) 



,2A 



[0 0 7 5] C£#. JtUSIElcraU R^l*7 $ ./ 

7]c^*5:^-5>Cli:Ofe^^x-^S. g-W- (N 
II) b -CO-OR 5 (W&tfR* limil2^I§H5. btt 
itSt. ) . 1-Z-CO-R' (ZStfR* ItWK 

kbc. ) xttffirtwbi-cw^fts**^- 

[0 0T6] 
Hb2-2] 



[0 0 7 7] tt**§£'xt*rS3S£«:a*b.. ift#«fr 

ItefcSWB* Al±=C (R 11 * ) -,{R" A 1*^°^ 
V^£l~3^^3-b<S£3{^7J!;*;uS. * 

urn i ~ 2 m^rr 5it»fe5?x -"""^ -< ^ 

IS«57;i/ :3 P^»3Z.lisuia^b2t:-^$ft^*S:^^"> 

■TfeCDii-s. 3 ±gE-®* (ia) *cR* &#5MB<b 

i/g&TJH&$7;i^u^g* x &Stift£&& l ~ 3® 
^■"T £ c i: CD £ -5 7 x & £ mtit-^^M £ b 
<. d©SnJR-r«<b^«»lt. TR (1) ~ (9> K» 
i*i±^-f ft*»**Wffl*f* bwfb&8re* 

a. 

50 [0078] ( 1 ) R 1 *yc*«?-C* U J.-OR 3 * A»* 



(15) 
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2 7 

— N = R* "C***©. (2) ±fe (i) R 4 *HR 
»7 < n/*U7 ff :/*fejS'r*»0- (3) JtE (l) R 
aA^-z-cO-R" T'fe^>fe(7), (4) ±12 (1) 

R* A jt/<**B*f. 7:c^I/lft«7;lO#5'f£»7/U 

- (NH) b-CO-OR 5 XiimTSB-fbl-e^^iT-SS 
fea^T*®. (5) ±Si (3) R" A«"Ty r 

(OR- 1 ) -OR". S-Leu-OR b2 . »-Tyr 
-OR" 3 . S-Asp (OR* 2 ) -OR M XliI-Ph 
-Gly-OR b5 &ibfl>R 4 Wm7)\>*V^& 
fen**"*®. (6) -UK (3) R- **^-N 

(R . ) -R7 ^^i,£oR 4 AMT^'JfvSS 
5rT*;CD. (7) ±IH (6) R 6 A-IiStlt^ 

7 ^ i/*;u*'-^^7;u^;u*. e - 1 K n * t/ 

-2, 5, 7, 8— r K^^^-^a^^U-* 

5, 7, 8-rh7>tf^-2-i'n7-;b-^?M 
* $ / » 6 S tfft 4 S & 1 ~ 3 fl#T * £ k © * * ? x 

r;i/St$Ui^R 7 ^7jc^^cDfe<D. (8) _LtH 

(6) r s imM7)v*;i>m. *^*'*->«7;i/ 

* ^7^3 * s/*^sK-^HS»7;i/*-n/36. ? 
x -M&?fiT;u#;i/S. fK»&/j7n7;u*;.i>a. ^"^^ 
3 , 4->'tKn* U )\&* ^ ^ 

tfttf-^T- ngf&l -.2 £5ft=bb<ti6MCD 
3Ftt#P'VT-naH6«7^/*;i4tS5%f Xtf (9) 
JzSE (7) tp, R 6 TS'e^kL-C^nyvg^ 
7 ^;H6&tf*;W« * fia^* 1 ** * l ~ 3 <S 
^•■f -2> ci i: CD % ^ i - 
[0 0 7 9] .hiE-flSsS; (1A) KfiW*#f6i«H 

fctA.A-=c (r«* ) --e&yjaoR 1 

[0 0 8 01 -«W (IB) : 
[008 1] 
Hb2 3] 

r»"-N N — R 



2 8 



r 3 £.tfR 10 temrf3 



[0 0 8 2] Wf. R l • 
j-|g_^ (IB) T-^^^*% B ^b^^l±s TIE 

(i) (2) ^m-r-t. ^iit>f^ti*si^ 

[0 0 8 3] (1) R l 1&£%M&~ R z #3£-N = R 
" . R* /j^-Z-CO-R" Xl*Btrf3^blt?7TtS^i> 

^. R 2 #»-N = R 4 . R 3 3S«**0R^ fK87/l/# 

ft 1 ~ 2 ©rr & 5 ft** b < " 6 H©^Ftt»^tr nW& 

bTTK^SSr^b-C^-C*^^) 3Z.t±S-W- (NH) 
b-CO-OR 5 RtfR^jtfdciMK?©*'®- 

[0 0 8 4] -fiS* (1C) : 

[0 0 8 5] 
20 Hfc2 4] 



rr 



X NH 

v t 

N— N=R 
(1C) 

[0 0 8 6] t*#. X. R* 1*I9KKHW 

(1) SX* (2) tc#3S"C-#. £f?tev^4x=t>*fS B .8K 
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^T-tftTi/^n (4. 3. 0) ;-)-l/-5-X>-3, 
8 — i/^->.6' 0 m g 

[0 15 9] m. P . i8 8-19 3t 
30 NMR (DMSO-de ) 5 p p m ; 1 . 2 0 (t, J 
= 6. 81Hz, 3H) . 3. 98 (s, 2H) . 4. 
04 (q, J = 6. 91Hz, 2H) , 4. 2 0 C« . 
2H) . 10. 24 (s, 1H) . 
[0 16 0] HflfeMl 

5 _ (4_/0^|/**a/^>^U) -2--YV^of 
^>;-;i/6 0mU«tK^Al. 6 9 stJS* 

40 g fcjq*.. ^STtc l B#M««iLfea. o-'O^t/- 
L-f-nw^^x^7-;u^^i i. 8 3 g&in* 

■C. -3Sa«:^y*^*-?A^o 

«2. 15g5:t#fe. 
[0161] m. p. 1 7 2-1731C 
NMR (DMSO-de ) 5ppm;l. 82, 1. 9 
2 (s, s, 6H) . 2. 8-3. 0 (m, 2H) . 
50 4. 15-4. 30 (m, 1H) . 5. 04 (s, 2 



(25) 



$5^7- 1 3 3 2 64 



4.7 

H). 6. 90 (d, 2H). 7. 10 (d, 2H) 
7. 25-7. 50 (m, 5H). 
[0 16 2] 3?fi&#|2 

[0163] m. p. 126-I28t 
NMR (DMSO-de) Sppmjl. 22 (d, 3 
H, J=S. 8Hz) - 1. 89. 1- 94 (s , s , 
6H) ., 3. 96 (g, 1H, J^6. 0Hz) - 7. 
5 1 (s, 1H) . 10. 4 2 (brs, 1 H) . 

(0 16 4] $$mz 

*J > - 4 - # V ©Sit 
O - /< > - L - ^ o */ > ;* s\=r ;i/^^SC0-f^ 
UK L - 7 x -;b7 v - yxfjuxfii^tS^ffi 

[0 16 5] m. P. 14 8-149^ 
NMR (DMSO-de ) S p pm ; 1 . 84, 1. 9 
3 (s, s, 6H) . 2. 8-3. 1 (m, 2H) . 
4. 13-4. 38 (m, 1H) . 7. 2 6 (s, 5 

H) . 
[0 16 6] Hife£!l4 
5- 

y t K ^ W ■< 5 V »J t?V - 4 - #.V0>Mi§ 

0!11 i: fflttl: Lt. iie^tfHb^ 
[0167] m. P. 218-219-C 
NMR (DMSO-de ) 5 p p m ; 1 . 85, 1. 9 
3 (s, s, 6H). 2. 7-3. 0 (m, 2H) . 
4. 0 8-4. 38 (m, 1H) . 
H), 7. 01 (d, 2H). 7. 
9 . 3 8 (brs, 1 H.) . 

to 1 6 8] ms&ffls 

5- (4- (2, **• 
-4 -^-VCOMig 



10 



.20 



6. 68 

3 1 (s 



(d, 2 
, 1H) 



fKc. 0-2, e-i/^nyi/^v^-L-^n^^^ 
^;i/xx^l«&£:ffl^ fE&£#Jl fc|B]#C bT±te 

[0 16 9] NMR (CDC Is) « p p m ; 1 . 99 
(s, 3H) . 2. 05 (s, 3H) . 2. 75 (d 
d, 1H, J = 9. 57, 14. 19Hz) , 3. 27 
(dd, 1H, J=3. 30, 13. 8 5Hz) . 4. 
17 (dd, 1H, J=3. 63, 9. 56Hz) , 
5. 26 (d, 2H) . 6. 9 8-7. 38 (m, 7 50 



4 8 

H) . 

[0 1 7 01 Hfi£0!i6 

5 _ (4_ (4 -9 uj^tytyJUTt^iy) ^O^JW} - 
2 - j y -f a fcr* ' J it > t K v V J -i $ # 1 J >' > ~ 4 - 

O - * v L - n V ^ ?-)V3LX ; rJ\'£M&®K 

[0 17 1] NMR (DMSO-de ) 5 p p m ; 1 . 
82, 1. 9 2 (2s, 611) . 2. 85 (dd, 1 
H, Jgom-13. 86Hz, J=4. 62Hz) , 
2. 95 (dd, 1H, J=4. 95Hz) . 4. 20 
(dd, 1H) . 5. 04 (s, 2H) . 6. 86- 
7. 13 (m, 4H) . 7. 39-7. 49 (m, 5 
H) . 10. 50 (brs, 1H) . 

[0172] mmnn 

5- (4-tKD*S/7i^) -2— fV^ntftJ? 

O ^ /< > L - 3- a •> v ^ ?-jvx.x.T)i'£M i &(0ft 
~ yic.. D-7i- ;u^y £/Vx3^l/xA7\>l^&^££i 

[0 17.3] NMR (DMSO-de) Sppmjl. 
92, 1. 94 (2 s, 6H) . 4. 85 (s, 1 
H) . 6. 69-7. 17 (m, 4H) . 7.98 

(s, 1H), 9. 57 (bs„ 1H). 

[0 17 4] f&fflB 

2 V Zf a fc°'J =f-u t > - 5 - (4-7 x-Jl> 
30 o - ^^i'- L - f a-> v ^ f ;i/xxr;HSS©^: 

[0 17 5] NMR (DMSO-de ) 5 p pm ; 1 . 
99, 2. 12 (2s, 6H) . 3. 09 (m, 2 
H) . 4. 66 On, 1H) , 7. 20-7. 37 

(m, 9H) . 

[oi7 6] mteffls 

^-r;^^) -2->rvyDk°yf--vfcK7y^if7 

V \) isl/ - 4 — it 

i$&HB4 6- 1 5 9 3 e-S^lcSaKSfvfc^S&fcfi^ 

5 - ***** * 2— rv^ntry^v 

kK^y y^Tyj^'v-^-^VO. 3 7 gStf4- 
7 5 ^^,g,§®j:^-;i>x^.r-;i/0 . 2 6gON, N-i^ 
^M^75Kl0ml««»:. l-kKn*i/^< 

vXhUry-;MS«*o. 2 7 g. ?kv>-ci-x^;u 

-3- (3' 5 ^yatVl/) ->V ; 

K£m&0. 3 4 g £jfjnx.-C. 16^gJj¥b 
fc. SJS?SS: 2 N«il 0 0ml -g^x^-;u 100m 



40 



(26) 



4 9 

-;u= 9 : 1) ■eWRb'C. ±ffiB«Hb£4*0. 3 7 g 

[0 17 71 NMR (DMSO-d e ) 5 p p m 
3 1 (t, 3H, J=7. 26Hz) .1.93 
3H) .1.95 (s, 3H) . 2. 93 (d d 
H, J=9- 23, 1 6. 82Hz) .3.20 
d , 1H, J = 3. 9 6, 16. 5Hz) . 4 . 



SO 



; 1 • 

(s , 

, 1 
(d 

2 4- 



(0 18 3) NMR (DMSO 
10-1. 74 (m, 10H) 
H) 
H, 
3. 
0. 

z) 



4. 36 (m, 3H) . 7. 6 9 (d, 2H, J = 8. 
90Hz) .7.92 (d, 2H, J=8. 9 1H 
z) . 10. 46 (s, 1H) . 11, 71 (bps'. 
Ill) . 

[oi7 8] mmao 

2-fyynt°>Jf>t:KvVy-5- ( N - ^ o fcVfc- 

4 - 7 $ j ^.mm^^ ^t-^»^ « -f a 

[0179] NMR (DMSO-de) JppmtO. 
83 (t, 3H, 3 — 1. 2 6Hz) . 1. 36-1. 
44 (m, 2H) . 1. 94 (b rs, 6H) . 2. 5 
6 (dd, 1H, J = 10. 2 3, 16. 17Hz) . 
2. 8 6-3. 05 fm, 3H) . 4. 21 (dd, 1 
H, J = 3. 63, 9. 9Hz) . 7. 99 (t , 1 
H, J =5. SlHz). 11.59 (brs.l 
H) . 

[0 18 0] 3S8S«1 1- 

2--fyynf'J f>tKW-5- CN- (2-* 
*V-1, 2, 3, 4-xH9th*n*yUV-3— f 

it. 

4-7 5 y ^.liilf^l^TJt'Oft 'J 3 —7s 
y-3, 4-^t.Ka*yU>-2 (1H) 

3Sfe«9fc18«KUT±«?i«rfb£1**:Wfc- 

[0 18 1] NMR (DMSO-d e ) S P P.m ; 1 . 
9 5 ( s , 3.H) . 1.94 ( s , 3 H) . 2 . 5 1- 
3. 32 (m, 4H) . 4. 23-4. 27 (m, 1 
H) . 4. 4 1-4. 51 (m, 1 H) . 6. 86- 
7. 2 2 (m, 4H) , 8 . 4 3 (m, 1 H) . 1 0 . 
3.4 (d, 1H, J =2. 3 1Hz) . 11. 6 6 (b 

rs, 1H) . 

[0 18 2] msmi 2 

. 5 _ (n-->^ w^if-i/WftH"^* ~ 2 ~ 

4-7 5 y£,§«x^xX-r^<WJ 
*^/U7^&B^T3^«9fcra»K0T±ffilBfiWb 



20 



ds ) 8ppm; 1. 
1. 9 4 (s , 6 
. 2. 53 (d d, 1H) . 2. 87 (d d, 1 
Jgem=16. 17Hz, J = 3. 96Hz). 
49 <m, 1H) . 4. 20 (dd, 1H, J = l 
0 6Hz) . 7. 9 0 (d. 1H, 3 = 1. 9 2H 
. 11. 62 (b r s, 1H) . 
[0 18 4] £K011 3 
10 5- (N-ih^J'ifl^^^^^^ 

4-*>«Sji 

4-7 5 >$JS*fiftx^;i/j:7.T-;i/©W*J ^ 9 

10 185] NMR (DMSO-de ) 5 p p m ; 1 . 
20 (t, 3H) . 1. 94 (s, 6H) .2.68 
(dd, 1H, Jgem=l6. 49Hz. J=6. 2 
6Hz) .2.97 (dd, 1H, J*=3.- 6 3H 
z) . 3. 8 3 (dd, 2H) . 4. 0 9 (q, 2 

H) , 4. 21 (dd, 1H) . 8. 50 (t, 1H, 
J = 5. 9 4Hz) . 11. 6 6 (s, 1H) . 

[0186] 4 

-4-7l-v©S3jt 

^^iJ9-C-»bfc5- CN- (4-xh*J/*M- 

fVtK7'y^7 > /'^V-4-*>2- 7 3 sfcS? 
30 ***y«0mllC«frU 2N*^fc^l-'J^A6. 
4 6ml&Anxr. 5'0-CKimRO*:. 1 
4«*t,fe. **** 10 0ml fclfcfrb. 2 N«Bfct? 
P H 2 KlWttbfe. ^Ufc«fi&i*BU''r-M2B«rft 

^&2. 0 2 g*§f-. 
[0 18 7] NMR (DMSO-d e ) 5 p p m ; 1 .. 
94 (s, 3H) . 1. 95 (s, 3H) . 2. 92 
(dd,. 1H, J = 9. 23, 16. 82Hz) . 3. 
19 (dd. 1H, J =3- 96, 16. 83Hz) . 
4. 3 4 (dd, 1H, J =4. 04, 9. 2 3H 
z) . 7. 67 (d, 2H, J = 8. 90Hz) . 7. 
89 (d, 2H, J=8. 58Hz) .10.43 

( s , 1 H) . 

[0 18 8] I56&W15 

s-wv******- 3 -x k*>>#;u*-;i/>^ 
- 2 - w v^o tfyfvK w*7vnj 4 - 

4-^1. ISsS^^MJW 
7 5 K 3 0 m 1 UlJg*U **T. 6 0 %**<b^ h U 
-5 AO. 2 4gS'>if^H^- 3 0^. *n;i/» 
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50 



(27) 



7-133264 



5 1 

»5«S**200mUjSAU t^ 1 ^ 20 
0 m 1 -CttJU bfe. & *R*Sftt* H 'J * 

1) -effftbTiffllftWb^SrO. 3 6g*#fc. 
[0189] NMR (CDCb) Sppm; 1. 29 
(t, 3H, J=6. 92Hz) .2.02(s.3 
H) . 2. 04 (s, 3H) .2.97 (dd, 1H, 
J =9. 9, 17. 48Hz). 3. 35 (dd, 1 
H, J=3. 63, 1 7. 82Hi) .4.23 (q, 
2H, J=7. 26Hz) , 4. 31 (d d . 1H, J 
= 3. 6 3, 9. 9 Hz) . 4. 6 6 (s, 2H) . 

(oi 9 o] mmis 

•J i/V-4 -tfXOislji 

o . 1 3 g . K^x-mmi- h'J^o. o 9 g zta*. 
u-c. a.ft©±8BaftWb^»*:0. ia»»fe. 

(0 19 11 NMR (DMSO-ds ) .5 p pm ; 1 . 
7 4 (s, 3H) . 1. 9 3 (s, 3H) , 4. 0 3 
(s, 2H) . 7. 32-7, 53 (m, 5 H) . 
[0 19 2] £81011 7 

2 -^y^nl'''Ur>t:K7->V-4-^f^7V- 

7-fehr/^#-fe5*;W^-/>0. 7 9glx^-;i/2 
OmlKtfefrU ^n;U7-bh>0. 6 9gS«tt 

hU^AO. 59g 3B^iP^§-ao ufc. *^ 

Utfju* 7A5n7h^77-f-(i8lli*: »b* f ^ 
^ : ii^ y-;u= 1 0:1) •c«fKLTJ:KB»<b£tt 
£0. I8g1lfe. 

[0 19 3] NMR (CDC la) 6 p pm ; 1 . 91 

(s, 3H) . 2. 04 (s, 3H) , 2. 2 3 U, 

3H) . 6. 1 3 (s , 1H) . 

[0 19 4] *1«18 

O n;uT-fe h vtttt y K 2 -7n A7t h 7 x / v 
fU5S031 7fcP«tel^J:ffiBttfb£tt«:»fc- 

[0195] NMR (DMSO-ds) 5ppm; 1. 
94 (s, 3H) . 1. 96 (s, 3H) .7.21 

(s, 1H) . 7. 25-7. 42 (m, 3H) . 7. 
84-7. 87 (m, 2H) . 10. 95 (b r s , 1 
H) . 

[0 19 6] HJ&#|19 

4- (4-?n;u7x-;i/) -2W^atfiJfvt 



5 2 

[0 19 7] NMR (CDC 1 3 ) 3 p P m ; 1 . 7 6 
(s, 3H) . 2. 01 (s, 3H) .6.81 (s, 
1H) . 7. 3 0-7. 36 (m, 2H) . 7. 66- 
7. 73 (m, 2H) . 8. 99 (brs, 1 H) . 
[0 19 8] HJ60S2O 

10 *7V-JV£>mk 

i7D^7-bhV«)^y^2-yaA-4' -7i=^ 

iftfb£tt*»fe« 

[0 19 9] NMR (CDC 1 3 ) Jppm! 1. 83 
(*. 3H) . 2. 03 (s, 3H) . 6.83(s, 

IH) . 7. 2 2-7. 36 (m,. 7H) . 7. 68- 
7. 7 2 (m, 2H) , 8 . 6 7 (b r s > Iff) . 

[0 2 0 0] £ffi0!2 1 

4- (3, 4 -VM. KDJfJ/7x-^) -2 — fV^n 
^□JI/7-feh>©^y^2-^n7l/-3' , 4' -J?t 

r±8Ei«Kb-&«S!»fc- 

[0 201] NMR (DMSO-ds) 5 p P m ; 1. 
9 2 (s, 3H) . 1. 94 (s, 3H) .6.73 
(d, lHi J = 8. 25Hz) . 6.. 85 (s, 1 

II) . 7. 12 (d, 1H, J = 7. 82Hz) . 7. 
23 (s, 1H). 10. 52 (.brs, 1H) . 

[0 2 0 2] *&fe#l2 2- 
30 4- C4- 1 - (4 -9 cuu^vi^utf^) - 

i>) 7,tJ/^n5KttSv\ £«s«l7i:EI*Kl/ 

[0 2 0 3] NMR (DMSO-ds ) 5 P pm ; 1 . 
(s, 3H) . 1. 93 (s, 3H). 5. 12 
2H) . 6. 9 9-7. 05 (m, 3 H) . 7. 
43-7. 58 (m, 411) . 7. 75-7. 89 
(m, 2H) . 10. 5 8 (s , 1H) . 
40 [0 2 0 4] ^$»ftI2 3 

2—fV7'Dtf l Jfyt ^-55/^ — 4, 5, 6, 7 — x 

«v\ 7fc|f!«lcLT-hfflB&Mb£«t:»fe. 
[0205] NMR (CDC 1 3 ) 5p P m; 1. 73 
84 (m, 4H) , 1. 87 (s, 3H) , 2. 
(s, 3H) . 2. 53-2. 61 (m, 4H) . 
[0 20 6] HM#I24 

S-^t/fl/S- (4-tt«'n^V5/» -2- 
50 ^ V 7-D C'Jf > t K7 '/^ 5 ^'J - 4 - * > 



8 9 
(s 



-1. 
02 



*SB8¥7 1 3 3 ?. fi 4 



= 10 



5 3 

r«*U ^Wd5K0. 1 8 ffXtfft** U * 
fc. »S«t**5 0mlfc«Ab. Iti^lOO 

m i -cttfli bfc. i- «J * 

10:1) -C»*l,TJ:Katt*t£tt*0. 1 1 «» 

^0 2 0 7] N'MR (CDC 1 s ) 8 p pm ; 1. 9 5 
( s , 3H) .1.96 {s, 3H) • 2. 77 (d 
d 1H, J = 7. 92Hz, 13. 86Hz) - 3. 
12 (dd, 1H, J = 3. 96Hz, 14. 18H 
z) 4. 23 (dd, 1H, J = 3. 63Hz, 7. 
<32Hz) - 4. 70 (d, 2H. J=2. 64H 
z > 6. 61-6. 64 (m, 2H) - 6. 96- 
6. 99 (m, 2H) . 7. 22-7. 28 (m, 5 
H.) , 

[0 2 0 81 HS6#I2 5 
>J > - 4 - # XAMjSI 

a U KfcJS w 2 4 fc S «< b ^* 

[0 2 0 91 NMR (CDCh) 8 ; 1. 9 6 Is , 
3H) . 1. 9S (s, -3H) . 2. 7 5 (d d , 1 
H, j = 7. 92Hz, 13. 86Hz) . 3. 09 

(dd, 1H, J = 3, 95Hz, 14. 1 8Hz) . 
' 4. 21(dd, 1H, J = 3. 63Hz, 7. 9 2H 

z) ,4.61 (d, 2H, J = 2. 97Hz) - 6. 

59 (d, 2H, J =8- 58Hz) . 6. 79 (d.^ 

2H, J = 8. 57Hz) . 6. 95 (d, 2H, J- 

8. 25H7.) ,7.23 (d, 

z) . 

[0 2 1 0] *Sfi6W2 6 

5- (4 — <xi?jl>jr* 



20 



30 



2H, J = 8. 57H 



V)\A -2--fV7nfcT 
-4— ^VOfiiS 

^ufc. Bum^wsm^ *5 0ml*lD*.-C»« 
x^lOOm-ltMUfe. Huti*******^ 

x^;i/=l : 1) T'ffiiSb-C±tB!#!lb£^£: 0 - 4 g 



54 

[0 2 11] NMR (CDC 1 3 ) 8 p pm ; 1 • 99 

(s, 3H) . 2. 02 (s, 3H) . 2. 94 (d 
d, 1H, J = 10. 23, 14. 19Hz) , 3. 4 
8 (dd, IH, J = 3. 63, 14. 19Hz) . 
4. 21 (dd, 1H, J = 3. 63, 10. 23H 
z) . 5. 04. (s, 2H) . 6. 90-7. 41 

(m, 9H) . 

[0212] ^65^27 

fcT# ^ttx^I/x.^T-^>©« 0 1- 2 - f Q JW ~ 3 ~ _ 

/ho 

[0 2 13] NMR (CDCb ) 5 ppmj 1. 9 9 
(s, 3H) . 2. 02 (s, 3H). 2. 47 (s, 
3H) . 2. 95 (dd, 1H, J = 10. 23, 1 
4. 19Hz). 3. 49 (dd, IH, J-3. 9 
6, 14. 19Hz) . 4. 22 (dd, 1H, J = 
3. 63, 10. 23Hz). 10. 04 (brs, 1 
H) . .7. 1 5-7. 2 1 (m, 4H) . 
[0 2 14] mfcMZS 

9 -*.^i/)U**is 1. 4 ' 5 * 7 " tK77 

■9\£i/9u- (4, 3, 0.) ;+V-5-iV-3. 8 

— i/%is<DWk 

^yiJ't'^D- C4-, 3, 0) ;t^-5-xv- 

T. raa«-C2BW!B«#Pb*:. COS^^'O^^ 
a ;i/>i^x-^0 . 2 8ml^W*W^ 

Uvf h«J75 KlmlfflSSUtTt/. -30 40 

«ck?%£PT.. i«SHU SSic^T. 9 0#fS&#b 
f-. JgOe»»C 1 N&g£2 0 m 1 &AB*.. »B*x5M/8 0 

m i -cfflih u ^ " * A±-ett» 

ft. WEffiJMf bfc. JMt&#»»^**Vl*Ji*n? 

(gM^i ^nfl*;i/A: 1 

0:1) -e«H8b-C±»B»<fc^»*0- O 5 ^' 
[0 2 15] NMR (DMSO-de ) 6 P P m ; 3 . 

65-3. 80 (m, 4H) . 4. 07-4. 08 
(m, IH) . 4. 52 (s, 2H) . 7. 23-7. 
• 39 (m, 5H) , 10. 15 (d, 1 H) .11.1 

3 (brs, IH) . 
[0 2 16] SUS^2 9 

2-^y-/nti'j7 r Vt K7W-5- (4 h P^- 
50 y >J)V) 4 5 *V 'J ^ - 4 vroSia 



40 ^, 



(29) 



IS B3*F 7-133264 



H, J g e m= 1 3 . 
154 (dd, 1H) 
8 (d, 2H) . 8. 
r s , 1H) . 10. 



5 5 

{0 2 17] NMR (DMSO-de ) S p pm ; 1 . 
8 2, 1.9 2 (s, s, 6H) . 3. 06 (dd, 1 
70, J=4. 83Hz) . 3. 
. 4. 32 (t, 1H) . 7, 4 
14 (d, 2H), 7. 63 (b 
6 2 (b r s , 1H) . '10 
[0 2 18] £%0i3O 

-2-4 v-fu try ?v t 5 *v 'J - 4 

-■3j"V®f!iS' 

O L - f- n *> i/ * f^xxr^lKSfflft 

UK. o-^n^fWb^^-L-^n^x^i/ 

[0 2 191 NMR (DMSO-de ) 5 p p m ; 2 . 
8 3 (dd, 1H, J gem=14. 0 2Hz, J = 20 
4. 78Hz) . 2. 9 3 (dd, 1H) . 3. 71 

(d, 2H, J = 5. 94Hz) - 4. 18 (t, 1 
H) . 6. 7 8 (d, 2H) . 7. 08 (d, 2H) , 
7, 3 9 (b r s, 1 H) . 10. 5 0 (b r s , 1 
H) . 

[0 2 2 0] IWJ3 1 

5 _ (4-^vi^i/^v$>";u) -2--<y^'af'J.T r > 
t K ^ .j j j s #>J i; i? i/ - 4 - * VOflit 

[0221] NMR (DMSO-de) S p p m ;. 1 . 
99, 2. 13 (2s, 6H) . 3. 03 (m, 2 
H) . 3. 8 3 (d d, 2H) . 4. 6.5 (t, 1 
H) . 6. 99-7. 3 0 (m, 10H). . 12. 15 

(b r s , 1H) . 

[0 2 2 2] HM<13:2 

5- C4- (4-?nMv t y-e^7i^.) ^r^M 
-2-4 Vfa fcfU-rVfc: Ka^-f?^'^^- 4 40 

£Kft2 9 T-«jft Ufc 2 — f V fcf <j 5^ t K -y *J J 
_ 5 ._ (4_-h a ^vi7M 

y200mgSx?;-M0ml^ 10%'^^ 
A^2 0mg#«ET, ^-^0giKW^ 
3kg/cm 2 T'£fifc!5tUfc. 3«FM«. 
U aittfn D*;i/A 10ml 

Ki&^U. h'Jxf;l/7?y0. lmlfcflnx. 7k?£ 
T. 4-?QMWWnUK0. lml&fiSTU 
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56 

- (SBSffi: Jnn**A: **y-;i>=8 : 2) icT 

[0 2 2 3] NMR (DMSO-de ) 3 p pm ; 1. 
8 2, 1. 9 2 (s, s, 6H) . 2. 93, 2. 98 
(dd, dd, 2H) . 4. 23 (m, 1 H) . 7. 1 
5-7. 9 8 Cm, 4H) . 7. 5 3-7. 6 4 (m, 
4H) . 10. 24 (b r s , 1 H) . 
[0 2 24] £ttW3 3 

2-4 v/ntf'J-rVt. W-5- (N-7i-ll/ 
4 -75 j £,g,§gfx^;i/xx-r;i/CD-ft yi- 7 - »J v 

[0 2 2 5] NMR (DMSO-de ) 5 ; 1 . 9 3, 
1. 95 (2s, 6H) . 2. 87 (dd, 1H, Jg 
em=l6. 5Hz, J = 9. 57Hz) . 3. 16 
(dd, 1H, J = 3. 95Hz>. 4. 33 (dd, 
1H) . 7. 0-7. 6 (m, 5H) . 10. 11 (b 
r s, 1H) . 11. 7 0 (b r s , 1H) . 

[0226] msm^^ 

5 _ (N--fV^fd \>)V*)W* : £4JV23-)l') -2-4 
•& ^ 

[0 2 2 7] NMR (DMSO-de ) 5 p pm ; 1 . 
03, 1. 05 (2 s,,6H) . 1. 94 (s, 6 
H) ; 2-i 86 (d d , 1H, J g em= 1 6 . 2H 
z, J-3. 63Hz) . 3. 15 (dd, 1 H) . 



1H) . 4. 20 (dd, 1H, J = 
7. 9 0 (d, IS) , 11- 6 4 



3. 8 1 (m, 
9. 9Hz) 

(s, 1H) o 

[0 2 2 8] 3H8flJ3 5 

5 _ (n-s<^is)vij3)w^4 tutf-M -2 — (yzf 
a \£ U 7> t K 9 ^ > ^7 ^ 'J v - 4 - it v ©SSiii 
4-75 y $|,§f ^i^r;i/0ft 'J ^ 

7- 5 vtfflvx sasw.9 ti*K»£ u-c±Ki mt-s®* 

[0229] NMR (DMSO-de) 5ppm 
94, 1.9 5 (2 s, 6H) . 2. 67 (dd, 
H, J gem=16. 2Hz, J = 9 •• 6H z) , 
97 (dd, 1H, J=4. 0Hz) .4.25 
3H) . 7. 27 (m, 5H) . 8. 54 (t 
J = 5. 9Hz) . 11. 65 (brs, 1H) . 

[0 2 3 01 #5*013 6 

5 _ (4 - (4-2 n)l/7 JL-J^rt) ^sisM -2 
- ^ v -fa if U 7-" v k K 7 V J *7 V ij V - 4 - # v 
©Sit 



; i. 

, l 

, 2. 
(m, 
1H, 
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WBH¥7-1 3 3 264 



20 



5 7 

2-Cnju-3- (4 - (4-^a;i/7x-;^Jt) ? 

?°ntt>m**Jl'0. 68g. T-tzSV^Tl- 
-feS^W^/vO. 32g. gi^MJ'fAO. 20 g 

;-^2 0ml £>iS&1£l& 2 4 H^MSSSft 0 

&0. 25g^fc. 

fO 2 3 1] NMR (CDC .1?J 5 P pm ; 1 . 9 9 
(s, 3H) . 2. 07 (s, 3H) .3.00 (d 10 

d, 1H, J = 10. 23, 14. 19Hz) .3.5 . 

2 (dd, 1H, J = 3. 63, 14. 1.9Hz) . 

4. 22 (dd, 1H, J = 3. 6 3, 10. 2 3H 

z) . 7. 18-7. 3 5 (m, 4 H) . 
(0 2 3 2] ^fiJg^O 3 7 

2WV^nkf'Jfvt:H7y/'-5- (N— (2-* 
4-75 y^SS^^-^^l/^XT-^CD^ l J 2-7 

= y - 5 - * *ju&&>&ik * ffi 1 % < ^ 

[0 2 3 3] NMR (DMSQ-ds ) 5 p p m ; 1 . 
93, 1. 94 (2 s, 611) . 2. 31 (s, 3 
H) . 2. 96 (dd, 1H, J g em=l 6 . 49H 
z, J = 9. 24Hz). 3. 18 (dd, 1H, J = 
3. 6 3Hz) . 3. 8 3 (s, 3H) , 4. 3 1 (d 
d, IB) . 7. 39-7. 96 (m, 3H, 7i- 
JU) . 10. 44 (brs, 1 H) . 11. 70 ( b r 
s , 1 H). 

[0234] mt&fflZ 8- 
5- (N- (2-*W*^-4-^^7x-;W * 
^X^-OU * *7l0 - 2 — f V -^n fcf 'Jfv t 

Hfi£flS3 7T'SitDfe2--<V^n t'Ufl/t K?'/^ 
-5- (N- (2-* h=3r->*;U7K-^-4-*^t^ 

[0 2 3 5] NMR (DMSO-de ) 5 p pm ; 1. 
9 3, 1. 9 5 {2s, 6H) . 2. 3 0 (s, 3 
H) . 3. 00 (dd, 1H, Jgem=l6. 49H 
z, J = 8. 91Hz) . 3. 19 (dd, 1H, J = 
3. 96Hz) . 4. 32 (d d , 1 H) . 7. 38 

(d, 1H) . 7. 78 (d, 1H) , 8. 25 (s, 
1H) . 11. 07 (brs, 1H) . 

[0 2 3 6] HJ&0U3 9 

-^vyafUT>tK7 , /^7 > /Ui'"v-4-*^ 
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z , 
3 . 
7. 

H> 



40 



50 



58 

*M — 2 — *f V f'Jr^tK 

[0237] NMR (DMSO-de) 5ppm;l. 
9 4 (s, 6H) . 2. 6 1 (dd, 2H, J g em = 
9. 9 0Hz, J = 3. 30Hz) . 4. 07 (dd, 
1H) . 4. 20, 4. 25 (2dd, 2H) . 0. 2 
4 (t, 1H) . 

[0 2 3 8] #?SS#|4 0 

2W^DtfUfVtK7^-5- CN- (4-* 

4 -7 5 y^SS^x-^^niXT-^Ci-R^ 0 IC. P - h 

[0 2 3 9] NMR (DMSO-de ) 5 p pm ; 1. 
93, 1. 94 {2s, 6H) . 2. 24 («, 3 
H) . 2. 8 3 (dd, 1H, Jgem=l6. 4 9H 
J=9. 5 7Hz). 3. 13 (dd, 1H, J = 
6.3Hz) . 4. 32 (dd, 1H) .7.09, 
4 4 (2 d , 4H) . 10. 00 (brs, 1 
. 11. 6 7 (brs, 1H) . 
[0 2 4 0] £fi014 1 

2-fV^Dt t 'Jf>kKW-5- {4- (3-t° 
Vi/JUlb*^) ^>^L?) ^Tv r Ui'"V-4-^>© 
Sit 

3_ (4-y<yj;^JK/7i=;i/) -2-£a;u-7°a 
l>#vBfcx*7l/CD«*yK:. 2-*n;u-3- C4- 

*3-;i/£ffivv £i^2 6fcfl«te:bT±ieB«rffc'&tt 

[024 1] NMR (DM SO — d«) 5 p p m ; 1. . 
9 1 (s, 6H) . 2. 9 1 (dd, 1H, J = 14. 
19Hz, J=9. 57Hz) . 4. 46 (dd, 1 
H, J =4. 2 9Hz, J =9. 2 4Hz) . 5. 12 

(s, 2H) . 6. 97 (d, 2H, J = 8. 58H 
z) . 7. 18 (d, 2H, J=8. 58Hz) . 7. 
40-7. 45 (m, 1H) . 7. 84-7. 89 

(m, 1H). 8. 5 3-8. 5 6. (m, 1H) . 8. 
66 (d, 1H, J = l. 65Hz) , 11. 68 

(s, 1H) . 

[0 24 2] m&ZM4 2 

2-^VfDfUf>tK7 , y^-5- C4- (2-7 
[0 2 4 3] NMR (CDC 1 3 ) 5 p pm ; 1 . 9 3 



(31) 



<ftBn*7-l 3 3 2 64 



5 9 

(s, 3H) . 2. 01 (s, 3H) . 2. 72 (d 
d, 1H, J=8. 91Hz, J = 14. 19Hz) . 
3. 05 (t, 2H, J=6. 93Hz) .3.16 

(dd, 1H, J = 3. 63Hz, J=14. 19H 
z ) . 4. 10 (dd, 1H, J = 7. 26Hz, J = 
11. 2 2Hz) . 4. 11 (t, 2H, J=6. 93 
Hz) .6.81 (d, 2H, J = 8. S8Hz) . 
7. 10 (d, 2H, J=8. 58Hz) . 7. 18- 
7. 3 2 (m, 5H) . 

[0 244] Hfi£^4 3 

5- (3— {WW***) -2-rV^ntf'Jf> 
t K^WW 5.*Vys7:/- 4 

t>yr. r.- h u 7 7 y ;i/x^f;tfiKI?:ffl 

[0 2 4 5] NMR (DMSO-de ) 8 p pm ; 1. 
80 (s, 3H) . 1. 90 (s, 3H) . 3. 00- 
3. 16 (m, 2H) . 4. 23 (t. 1H, J=4. 
29Hz):. 6. 91-7. 06 (m, 2H) . 7. 1 
1 ( S , 1H) . 7. 31 (s, 1H) 1 7. 29 

(d, 1H, J = 8. 01Hz) . 7. 56 (d, 1 
H, J = 7. 9 2Hz) . 1Q. 4 8 (brs, 1 
H) . 10- 8 2 (brs, 1H) . 

[0 24 6] ISS£tf)4 4 

2 _^ v _ > . nt . IJ - :/tK ^ v ry_5_ (4- t2— f- 
X-JU* b*is) * * *JM -f 5 *V'J 5» - 4 - * > 

*> y K.. O - 2 - f-x. -JV ■* *)\f- L - o •> > x-?- ^ 

[0 2 4 7] NMR (DMSO-ds ) 8 p p m ; 1 . 
82* 1.92 (2s, 6H) . 2. 8 5 (dd, 1 
H, Jgem=l3. 86Hz, J =4. 6 2Hz) . 
2. 95 (dd, 1H, J=4. 95Hz) .4.19 

(t, 1H) .5.22 (s, 2H) . 6. 87-7. 
55. (m, 7H) . 7. 54 (d, 1 H) . 1 0 . 5 2 

(b r s , 1H) . 

[0 2 4 8] IIJg#>J4 5 

5- (5-fKn*i/-3-^K'J;W^) -2- 

t»yic. DL-5-tKn^h'J7-h77Vxf;ux 

[0 2 4 9] NMR (DMSO-de ) 5 p pm ; 1. 
82 (s, 3H) . 1. 9 1 (s, 3H) .2.93 

(dd, 1H, J = 5. 27Hz, 14. 84Hz) . 
3. 04 (dd, 1H, J=4. 62Hz, 14. 85 



60 

Hz) . 4. 19 (t, 1H, J=4. 95Hz) , 
6. 57 (dd, 1H, J = 2. 31Hz, 8. 58H 
z) . 6. 86 (d, 1H, J = l- 98Hz) . 7. 
02 (d, 1H, J = 2. 31Hz) ,7.09 (d, 
1H, J = 8. 57Hz) . 7. .27 (s, 1 H) . 
8. 58 (brs, 1H). 10. 51 (brs, 1 
H) . 

[0 2 5 0] mMW4G 

5- (3, 4-'AKn*^^H -2-^V^n 
10 t'UTVtK^V 'J '4 ■5 5rVU^-4-*>0«it 
O-^V 1 ^- L — fnV v ;*^;i/x.*-r ;u£&®^<£ ft 
fcUtC. DL-3- (3, 4-i;tKn*i/7iX.l|/) 

7 7ryxfji/xAT;«jffl^ $mmi-£m& 

[0 2 5 1] NMR (DMSO-de ) 8 p p m ; 1 . 
83 (s, 3H) . 1. 9 1 (s, 3H) .2.71 
(dd, 1H, J=4. 95Hz, 13. 86Hz) . 

J=4. 9 5Hz , 13.85 
1H, J=4. 29Hz) . 
J = l. 9 8Hz,. 7. 92H 
7. 24 (b 



20 



2. 8 3 (d d , 1H, 
Hz) .4. 1 2 ( t , 
6. 44 (d d , 1H, 

z) 



6. 5 7-6. 5 9 (m, 2H) 
r s, 1H) . 7. 4 7 (brs, 1 H) . 
[0 2 5 2] SS6SW4? 

5 _ (; N _ (3, 4-i/y)U*JV?x.=-M tiJUs^J 

30 [0 25-Q] NMR (DMSO-de ) 8 p pm ; 1 - 
94, 1. 9 5 (2 s, 6H) . 2. 89 (d d, 1 
H, Jgem=l6. 5 0Hz, J=9. 24Hz) . 
3. 15 (dd, 1H, J = 3. 96Hz) . 4. 33 
(dd, HI) . 7. 2 3-7, 7 9 (m, 3H) . 1 
0, 37 (brs, 1H) . 11. 72 (brs, 1 
H) = 

[0 2 5 4] *fi£#l4 8 

40 

4-7i J £&#mx^;ux*-r;ucDfU> »J tc. 4 

[0 2 5 5] NMR (DMSO-ds ) 5 P p m ; 2 . 
08, 2. 09 (2s, 6H) . 2. 97 (dd, 1 
H, Jgem=l6. 50Hz, J=9. 57Hz) . 
3 27 (dd, 1H, J = 3. 96Hz) .4.46 
(dd, 1H) .5.21 (s, 2H) . 7. 09- 
7.6 3 (m, 9H) . 10. 12 (b rs, 1H) . 
50 1 1. 8 2 (brs, 1H) . 



C32> 



43E33*7- 1 3 3 2 6.4 



95Hz) . 4. 32 
5 8 (2d, 4H) . 
11. 69 (brs, 1 



6 1 

[0 2 5 6] mm.MA 9 

5 _ [ N _ (4-^o;i/7i-^) un/teJW** 
,1/1 -2-4'J-fu f 'J TVth'7</; ^7 V «J V - 

4 _7i ^ASafct^l/i X.T-^«)«*> U 4 - * 

[0 2 5 7] NMR (DMSO-de ) 5 p pm ; 1 . 
9 3, 1. 94 (2 s, 6H) . 2. 87 (dd. 1 
H, Jgem=l6. 50Hz, J=9. 57Hz) , 
3. 15 (dd, 1H, J = 3 

(dd, 1H) ,7.36,7 
10, 2 5 (brs, 1H) 
H) . 

[0.2 5 8] saswso 

2-^y^nfjT>tK7^-5- (N- (4-* 

[0 2 5 9] NMR (DMSO-d.e ) 5 p p m ; 1 . 
9 3, 1. 9 4 (2 s, 6H). 2. 8 2 (dd, 1 
H, J g e m = 1 6 . 1 6 H z , J =9- 57Hz-> - 
3. 11 (dd, 1H, J=3. 96Hz) .3.72 

(s, 3H) ,4.31 (dd, 1 H) ,6.87, 
7, 8 6 (2d, 4H) , 9. 9 7 (brs, 1 H) . 
11. 6 9 (brs, 1H) . 

[0 2 6 0] m#35 1. 

2 _^y?°cifc: , 'iJx>t:-K : 7t/y-5- CN- (4-> 

[0 2 6 1]. NMR (DMSO-de ) 6 p p m ; 1 . 
9 3, 1. 95 (2s, 6H) - 2. 44 (s, 3 
H) . 2. 8 5 (dd, 1H, Jgem=l6. 4 9H 
z , j = 9. 24Hz) . 3. 14 (dd, 1H, J = 
3. 9 5Hz> . 4. 3 1 (d d, 1H) , 7. 2 2 

(d, 2H) , 7. 52 (d, 2H) . 10. 1 1 (b 
r s , 1 H) . 11. 6 8 (brs, 1 H) . 

[0 2 6 2] mfeMS 2 

M - 2 V -fn if U fcK7^f7 y 'J 
4->!-><Z)Sig 

nA7-'J>WV IQ6W9 fcHflftK UTjiSE§6*Kb 
[0 2 6 3] NMR (DMSO-de ) S p pm ; 1. 



6 2 

9 3, 1. 94 (2s, 6H) , 2. 87 (d d, 1 
H, Jgem=l6. 50Hz, J=9. 24Hz) . 

3. 15 (dd, 1H, J = 3. 95Hz) ,4.33 
(m, 1H) , 7. 4 6-7. 5 6 (m, 4 H) , 1 

0. 25 (brs, 1H). 11. 69 (brs, 1 
H) , 

[0264] HS£#153 

t°U?>t: K7Vy-5- CN- (3 , 

4, 5-h')9a)Vy^=-M tuus^JJUff-jV} 3- 
10 7ViJ^>-4-^>©M5fi 

4-75 y^iffx^i/xxt^fflfa) u i-. 3 , 

4, 5- MJ f n;t/7-'J>£JH^ ^6S^9 fc|3j«lc 

[0 2 6 51 NMR (DMSO-ds ) 8 p pm ; 1 . 
94, 1. 95 (2s, 6H). 2. 94 (dd, 1 
H, Jgem=16. 83Hz, J = 8. 90Hz) . 
3. 16 (dd, 1H, J = 3. 96Hz) . 4. 33 
(dd, 1H), 7. 8 2 (s, 2H), 10. 5 4 
{brs, 1H), 11- 71 (brs, 1H) . 
20 [0 2 6 6] JE&£#35 4 

2--fy^aif';fytK5 , /y-5- CN- (3, 4 

TV U i- 7 ^— 4 - y^SiiS 

4-7$ y^,g,#^ai-?-;i'xx5 ! -;i><z>-^;*> l J 3, 4 
_^^w>"^^r^7- 'Jvfcfllv^ Hffi*fl9 tragic 

[0 2 6 7] NMR (DMSO-ds ) 5 p pm 5 1. 
94, 1. 9 5 (2 s, 6H) . 2. 83 (d d, 1 
H, Jgem=16. 3'3Hz, J=9. 40Hz) . 
30 3. 1 2^(dd, 1H, J = 3. 80Hz) , 4. 31 
(dd, 1H) , 5. 9 7 (s, 2H) .6.8 2- 
6. 97 (m. 3H) . 7. 28 (s, 1H) , 10. 
17 (s , 1H) . 
[0 2 6 8] 361SW5 5 

2 — ( y^pt'ij-r^t: CN- (1-^ 

©sat 

40 

[0269] NMR (DMSO-ds.) 5 p p m ; 1. 
9 5 (s, 6H) . 3. 0 3 (dd, 1H, J g e m = 
16. 17Hz, J = 9. 57Hz) , 4. 39 (d 
d, lH, J = 3. 63Hz) . 7. 46-8. 12 
(m, 7H) . 10. 10 (brs, 1 H) , 11. 7 
1 (brs, 1 H) . 

(02701 mmmss 

5- (N- (3, 5-i^n;i/7x-;i/) ^jw^-ou 
50 i/-4-#V©85ii 



(33) 



15BflJp7-l 33BR4 
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->'i;njU7rijy^i\ mMMQ nm®^ U"C±I3 

[0 2 7 1] NMR (DMSO-do ) 8 p pm ; 1 . 
94, 1. 95 (2 s, 6H) . 2. 92 (dd. 1 
H, Jgem=l6. 82Hz, J = 8. 9 1H»), 
3. 16 (dd, 1H, J=3. 96Hz) .4.33 
(dd, 1H) . 7. 28 (t, 1H). 7. 61 
(s, l.H) .7.62 (s, 1H) .10.47 
(s, 1H) . 11- 7 2 (brs, 1 H) . 
[0 2 7 2] »5 7 

2 -A V-tv tT 'J r> (N - * f- 

*VCD«8fi . 

[0 2 7 3] NMR (CDC I * ) 5 p p m ; 1 . a 
8, 2. 02 (2 s, 6H) , 2. 55 (d d, 1H, 

Jg em=l7. 16Hz, J = 10. 56Hz) . 
? 9 9 (dd, 1H, J = 3. 3 0Hz) .. 3. 29 

(s, 3H) . 4. 29 (dd, 1H) .7.16- 
7. 4 5 (m, 5H) <> 

[0 2 7 4] *ifi«-5 8 

ZWV^nifiJr>t K5!/^-5- CN- (3-fc 

4-75 ^*&S»^ x ^ fflft * ,J C * 3 

[0275] NMR (DMSO-de ) 5 P pm ; 1. 
94 (2s, 6H) . 2. 6 8 (dd, 1H, J gam 
= 16. 17Hz, J. = 9. 57Hz) . 2. 98 (d 
d, 1H, J=3. 96Hz) . 4. 26 (dd, 1 
H) . 4. 3 1 (d, 2H, J=^5. 94Hz) . 7- 

3 2-8. 4 8 (m, 4H) . 8. 6 1 (t , 1 H> . 

11. 6 6 (brs, 1 H) . 
[0 2 7 6] HJSW5 9 

4-7 5 J &M.&®tX-*WX-*TJMfZ*> UK. 1 - 
(3-75;7atti/) ^^V-^fcfil^. **6«9 

[0277] NMR (DMSO-ds) «ppm; 1. 
76-1. 99 (m, 8H) . 2. 60 (dd, 1H, 
j=9. 57Hz, J=14. 84Hz) .2.90 

(dd, 1H, J = 3. 96Hz, J = 15. 84H 
z) . 3. 00-3. 48 (m, 2H) .3.96 

(t, 2H, J=6. 93Hz). 4. 24 (dd, 1 



10 



20 



30 
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H, J = 3. 96Hz, J=9. 24Hz) . 6. 88 
(s, 1H) . 7. 16 (s, 1H) .7.61 (s. 
1H) .8.10 (t, 1H, J = 5. 28Hz) . 1 

I. 65 (brs, 1H) . 
[0 2 7 8] H8W96 0 

4-75 j ■$&xm=-W' x -*TJi'<MSfr y N - 7 
5>*;b*u>feffl^. feme nm*K.\,x±Knt& 

[0 2 7 9] NMR (DMSO-de ) 5 P p m ; 1 . 
9 3, 1. 9 4 (2 s. 6H) . 2. 7 2 (m, 4 
H) . 2. 82 (m, 1H) . 2. 85 (m, 1H) . 
3.6 0 (m, 4H) .4.19 (m, 1 H) . 8. 7 
7, 9. 10 (2s, 1H) . 11. 64 (b rs, 1 
H) . 

[0280] msms 1 

2_^y7'at:U7 r Vt:K7-y>'-5- CN- (2-^ 

4-7 5 v3cfi*»-3:^'^ 3i; ^' l;,/ ®^* > - y ^ 
x_;w^i/7 5^^ffl.^- SK5#d9i:iaj^iwUX±Bfi. 

[0 2 8 1] NMR (DMSO-d6 ) 5 P P m ; 1 . 
94 (2s, 6H) . 2. 62 (dd, 1H, Jgem 
= 16. 16Hz, J = 9- 90Hz) . 2. 94 (d 
d, 1H, J-3. 63Hz) . 4. 24 (dd, 1 
H) . 4. 43 (m, 2H) . 6. 93-7. 4 0 
(m, 3.H) . 8. 64, (t, 1H) .11.64 (b 
r s , 1H) . 
[0 2 8 2] |£&£#16 2 

2-^V7*Dt'i;TVtK7^-5- CN- (4-^6 

4-7 5 j&MmWiX.-f-Ji'X-xm'VXtfrV l ~ 4 ~* 

[0 2 8 3] NMR (DMSO-de ) 5 p P it> ; 1. 
93,1. 94 (2 s, 6H) . 2. 81 (dd, 1 
H, Jgem=l6. 16Hz,. J=9. 57Hz) . 
3. 03 (m, 4H) . 3. 1 1 (dd, 1H, J - 
3. 63Hz) . 3. 72 (m, 4H) . 4. 30 (d 
d, 1H) . 6. 88, 7. 42 (2d, 4H, 7i- 
M . 9. 90 (s, 1H) . 11. 67 (b r s, 1 
H) . 

[0 2 8 4] 3ttfelfl6 3 

2--{V^a^Jf>tK7'>V-4- (3-t°U^ 
;u) ^7*y— Ji/(Z)Wk 

jamhvcft*)^. 3-ya*7*f-;i/fcrut7 
50 >t«vv »S«i7fcH*i:l/T±EI»ft^«*« 



40 



(34) 
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{0285] NMR (DMSO-dO 5 PP m; 1. 
94, 1.96 (2s, 6H) . 7. 40-9- 03 
(m, 4H, &)t?M . 10- 74 (brs, 1 
H) . 

[0286] mMM64 

n;i/7-fe I- 4 -:/n*7-fe*7|/£J&# 
30l«l7 4:lll#HL"C±reB«rfb^*S:» 

[0 2 8 7] NMR (DMSO-de) $ p p m s 1. 
9 4, 1. 9 6 (2 s, 6H) , 7. 43 (s, 1 
H) , 7. 9 6 (d, 4H, . 

[0 2 8 8] mMW6 5 

2--f y t*!jT >t - 5 - CN- (1-7 

^woswr s i> as««9 t.mm^ L-c±te 
@«Hb£*Me»fc. 

[0289] NMR (DMSO-de) Sppm; 1. 
32, 1, 35 (2 s, 3H) . 1. 93, 1. 94 

(2s, 6H) . 2. 56-2. 68 <m, 1 H) , 
2. 92-3. 00 (m, 1H) . 4. 18-4. 22 

(m. 1H) . 4. 88-4. 9 3 (m, 1H) . 7. 
2 0-7. 3 1 {m, 5H, .8.4 6- 

8. 4 9 (to, lH) x . 11. 6 2 (b r s , 1 H> . 
[0 2 9 0] ^S£#J6 V 6 

5 _ (4-^>s?;U5T*S'/<>4 ? ^) -2-kK7^ 
^ S 3*V' J v - 4 - * ■>4fi»*ffl»5t 

-4-^-i/5. aglCO. 5'N**54mlS:inxT. * 

[0 2 9 1] NMR (DMSO-de ) 5 p pm ; 2 . 
9 2-3. 0 7 (m, 2B) . 4. 5 1-4. 6 0 (b 
r t, 1H) . 5. 05 (s, 2H) .6.92 (d , 
2H, J=8. 5.7Hz) . 7. 10-7. 1 7 (m, 
2H) . 7. 29-7. 47 (m, 5H) . 9. 66 

(b r s , 1H) . 

[029 2] ms&mei 

_ 5 _ (N-7i-M^^;W?;i/) f75/'Jf 
v _4-*>4ffi»K»4:UXffiv^ ^fll 6 6 i: |B]® 

icu-c±iEi«rfb£ttfc»fc- 
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[0 2 9 3] NMR (DMSO-de ) 5 p p m ; 2 . 
84-2. 94 (m, 1H) . 3. 14-3. 30 

(m, 1H) . 4. 36-4. 42 (m, 1 H) . 7. 
05 (t, 1H. J = 7. 25Hz) , 7. 30 (t, 
2H, J = 7. 92Hz) , 7. 55 (d, 2H, J- 
8. 2 5Hz). 10. 13 (s, 1H) . 11. 77 

(d, 1H, J = l 3. 8GHz) . 

[0 2 9 4] mf&M&8 

2--fyynhry7 5 VkK ; 5*y>'-5- CN- (2-* 
4 - 7 5 J .§^x-3=-;Pi.7v -r UK:. 3-7 

m 9 ■ fc. ra*t b"c Jiia i swb^*&4»fc. 

[0 2 9 5] NMR (DMSO-ds ) S p p m ; 1 . 
95 (s, 6H) . 2. 28 (s, 3H) .2.92 

(dd, 1H, Jgem=16. 49Hz, J = 9. 2 
4Hz) , 3. 25 (dd, 1H, J = 3. 96H 
z) . 3. 8 4 (s, 3H) , 4. 3 4 (dd, 1 
H) , 7. 35-8. 09 (m, 3H, 7n-M . 
9. 60 (b rs, 1H) . 1.1. 70 (b r s, 1 
H) 

[0296] mime 9 

2 - 4 v -f u \£ U t-" > k K 5 i7 y - 4 - h U 7 fr* n >■ 

i7n;i/7-feh>o^yi- i-^n^e-3, 3, 3- 
Mj-7;i/*n7-fe hv&JBw 30WS1 7 fclWcLT 

[0 2 9 7] NMR (GDC 1 3 ) 5 P P m ; 1. 8 7 
(s, 3H) . 2. 05 (s, 3H) . 7, 07 (t, 
IK) . 8. 54 (brs, 1H) . 
[0 29 8] lUS&fll70 

4 -xh*{/*M?^W'- 2 V7*n k-iJ^FV 
k K5>>V7 c 7 s y-->'K©MjS 

[0 2 9 9] NMR (CUC 1 3 ) *ppm; 1. 2 8 
(t, 3H) . 1. 86 (s, 3H) . 2. 04 (s, 
3H) . 3. 59 (2s, 2H) . 4. 18 (<j, 2 
H) , 6 . 4 5 ( s , 1 H) . 
[0 3 0 0] mfcffll 1 

H££#]7 0T-mitbfc4 -x h#i/#;t/*Kx;u*^;i/- 
2 - V k° U r > k K ^ ^> fe ffi^J^^f 

fcUTJlH. SlfiS«4 1 4 ^^[«R«C u-ciSBB »-fb-&»& 

[0 3 0 1] NMR (DMSO-de ) 5 p p m ; 1 . 
88 (s, 3H) . 1. 92 (s, 3H) . 3.46 



50 
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6 7 

4 9 (s, 1H) 



11. 3 4 (b 



(s, 2H) . 
r s . 1 H) . 

[0 3 0 2] HJS^7 2 

|Ofi«6€-e«itUfe5- (4 — ^'O^ 

>8 2mg?:*DiLt. Sa-ei^HffliWP^fe' 
(ig£ii?g; ?aa*;i/A: y-;i>=6 0 : l) -e« 

[0 3 0 3] NMR (DMSO-ds ) 5 p p m ; 1 . 
65-1. 68 tin, 4H) . 2. 26-2. 32 

(m, 4H) . 2. 85 (dd, 1H, J=4, 29H 
z, J = 13. 86Hz), 2. 9 4 (dd, 1H, J 
= 4. 94Hz, J = 14. 18Hz) , 4. 17 (b 
rti 1H) . 5. 03 (s, 2H) . 6. 88 (d^ 
2H, J=8. 25Hz) . 7. 10 (d , 2H, J- 
8. 58Hz) . 7. 29-7. 45 (m, 5H) . 
7. 6 0 (brs, 1H). .10. 5 5 (brs, 1 
H) . 

[0 3 0 4] H5S^J7 3 

2 _ ? a :f a fcV U ;* ^ U V K 5 - 5 - ( N - 

y x -JO*.*** -< fr* *M -3^/ «; v - 4 - > 
©gig 

- )»t> )U** >( )U* *M *y ^ 'J J/V - 4 - * 

[0 3 0 5] NMR (DMSO-de ) 5 P pm ; 0. 

6 1-1. 0 9 (m, 10H) . 2. 8 6 (d d * 1 
H, J =9. 9 0Hz, J- 16. 8 3Hz) . 3. 1 

7 (dd, III, J=3. 63Hz, J^16. 50H 
z) < 4. 2 9 (dd, 1H, J = 3 . 6 3 H z , J - 
9. 57Hz) . 7. 05 (t, 1 H, J = 7. 26H 
z) . 7. 30 (t, 2H, J=7. 59Hz) . 7. 
56 (d, 2H, J=7. 59Hz) . 10. 1.0 

(s, 1H). 11- 6 7 (brs, 1 H) . 
[0 3 0 6] ^&£#J7 4 

mm. 

mS&M 6 7 -e«Jt-Ufc 2-th'7^-5- (N - 7 x 
w *M f7*/'J - 4 - * 

[0307] NMR (DMSO-de) 8 p p m ; 1. 
07-1. 76 (m. 10H) . 2. 18-2. 26 



6 8 

8 5 (d d, 1H, J = 9. 9 0, 
3. 17 (dd, 1H, J = 3. 3 
17Hz) , 4. 34 (d d , 1 

2 3Hz) . 7. 00 
11 (s, 1H), 1 



10 



20 



(m, 1H) . 2. 
16. 83Hz) . 
0Hz , J = 1 6 . 

H, J = 3. 30Hz, J = 9. 
-7. 6 1 (m, 6H) . 10. 

I. 78 (brs, 1H) . 

[0308] mmmis 

5- (4 -^y*7)l>j!r*ri/ti)l'tfs-)V-7$. JV^)V) - 
Z-jy-fu tTO fi'tF^/'-fi 5*VU W - 4 - 
tfv (-fb^A) 5.tl ! 2-'ry^nkr'J7 r vt 
-5- (4 h*ist>)V7i-;-JV7 =. JzT^lV) $ ^ 

*> y k . n ' —^<y isju* * is jj)i>tf-}v- l — u J/ v 

SB S*Wb-#» 
[0 3 0 91 {b^*A ; 

RffiStO. 54 (^un^iiv:^*^-^?: 
1) 

NMR (DMSO-ds ) !ppm;l. 25-1. 7 
1 < m , 6H) . 1. 88 (s, 3H) . 1. 9 3 
(s, 3H) . 2. 9 4-2. 9 9 (m, 2H) . 3. 

8 9 (t, 1H, J =4. 95Hz). 5. 0 0 (s, 
2H) .7.22 (m. 6H) . 7. 4 7 (s, 1 
H). 10. 67 (brs, 1H) . 

[0 3 10] {b^B ;Rf«-: 0. 4 8 (^nn* 

9 v : *9 ;—?V=9 : D 

NMR (DMSO-de ) 5 p pm ; 1. 25-1. 7 
O (m, 6H) . 1. 8.7 (s, 3 H) .1.93 
(s, 3.H) . 2. 9 1-2. 9 5 (m, 2H) . 3. 
5 0 (s", 1H) . 3. 8 9 (t, l.H, J =4. 9 5 
Hz) . 7. 08 (brs, 1 H) . 7. 45 (b r 
s, 1H). 10. 67 (brs, 1H) . 
[0 3 11] ^&&£J7 6 

*jyii, i J -aji/i/*?-)i>x.* : 7-)l&M&*ft^' ^ 

40 ( 0 3 1 2] NMR (DMSO-d« ) S p P m ; 0 . 
87 (s, 3H) . 0. 89 (s, 3H) . 1. 86- 
1.94 (m, 1H) . 1. 88 (s, 3H) . 1. 9 
3 (s, 3H) . 3. 88 (t, 1H, J=4. 61H 
z). 7. 5 2 (s, 1H), 10. 6 3 (brs, 1 
H) . 

[03 1 3] mmmii 

$ ^yijexv-4-^voiSjt 

O - v S/ L - ni/ v * f-^c. X-r;i/^@^(D ^ 
50 L-AiJi/^f^X^TMSS&ffl^. 



30 
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6 9 

m 1 1 b-c±sa @ ftwb&i**»fc- 

[03143 NMR (DMSO-ds) 5 p p m ; 0 . 
83 (d, 3H, J = 6. 59Hz) . 0. 93 (d, 
3H, J=6. 93Hz) . 1. 89-2. 06 (rn, 
1H). 1. 88 (s, 3H) , 1- 9 4 (s , 3 
H) . 3. 81 (d, 1H. J=2. 97Hz) . 7. 
41 (brs, III) * 10. 80 (bra, 1 H) . 

[0315] gasms 

(Xil) N'-tert-rfM^^ 1 '-' 

(Chem, Ph. arm. Bull. , XSL, 17 0 8 
(19 7 1) > 10.g. 2 8aOT-k 

K o tr i/^X h 'J 7'/-;i/6 . 2 1 g &S7 * ^l/**/ 
AT 5 K 5 0 m 1 C»#b. *«rfv **tt*^#^ 
3Kfc&I*X18B#|ffl. ^jg-?«#bfc. iEfl?««:BI« 
xf-^U-* (#2 5 0nl) Ojg^ci&ALT^iEbfc. 

»IE£ttffi«*bfc. JMfbfcHffcfcBfBb:*-;!'- 
n _^*-y->©SW^'£>Sfira bt. N * - t e r t - 

-f^j^^uti)^-^-^- (r-7x-;u) 

5 11. 4 8 g 

[0 3 1 6} NMR (CDCls) Sppm; 1 . 46 
(s, 9H) . 1. 9 4 (to, tH) , 2. 3 2 (m, 
2. 4 6 (m, 2H) „ 3. 74 (s , 3 
4. 3 8 (m, 1H) ■ . 5. 3 6 (brs, 1 
7. 07-7. 6J0 (m, 5H) . 8. 52 (b 
1H) . 

[0 3i 7] <ifeii> isi -esajgufe^^i i • 

4 : 2 g £ 4 . 5 N»t**®BHSI.*^^»* 3 5 mltcAD 

A.. gfi-e2 0#ra»#bfc. 

8 . 9 g 

[0 3 18] NMR (DMSO-de ) Sppm; 2. 
13 (m, 2H) .2.59 (m, 2H) . 3. 74 
(s, 3H) . 4. 06 (m, 1 H) . 7. 00-7. 
62 (m, 5H) . 8. 6 3 (brs, 3H) . 

[o 3i9]. ttsin ) xsircaeai bfc l - ( t - 

fcLT. M0U fcra«K.b-C±KS 
[0320] NMR (DMSO-ds ) « p p m ; 1 . 
88 (s, 3H) . 1. 93 (s, 3H) . 1. 87- 
2. 2 6-2. 4 8 (m, 2 
1H, J = 5. 28Hz, J = 
01 (t, 1H, J=7. 26 
2H, J = 7. 59Hz) . 



1H) 
H) . 
H) . 
r s 
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20 
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2. 06 (m, 2H) . 
H), 4. 09 (dd 
10. 5 6Hz) . 7 
Hz). 7. 2 7 (t 



7. 59 (d, 2H, J=7. 59Hz). 9 



9 2 



50 



7 0 

(s , 1H) . 10. 7 7 (brs, 1H) . 

(0 3 2 1] mmw 9 

* i/ * > 2 - V ^ o f 

C) &tJ!2-(^n^;f>l:hW-5->K* 
s/*;i«K=;i/**^ $2V<j£7:/-4-*v Mfr&tt 

D) COHiS 

O vi/;u- L n v > ^;ui^.-r;i4£SE^C!)f^ 
ji^;iW«S&fflV>. fa60Jli:ra»Kb-C±ElW 

<fb£tt&»fc» 

[0 3 2 2] it&WlC ; 

RfffirO. 60 (i/^nn^^v : ^?>-^=9 : 
1) 

NMR (DM SO'— do ) 6 p p m ; 1 . 88 (s, 3 
H) , 1. 93 (s, 3H) , 2. 76 (d, 2H, J 
= 5. 61Hz) , 4. 19 (t, 1H, J*5. 28 
Hz) . 5. 09 (s. 2H) . 7. 31-7. 41 

(m, 6H) . 10. 6 5 (brs, 1 H) . 

(0 3 2 3] -ffc-^D ; 

Rf tf : 0. 5 1 (^nn^y: *$J-)V=9 : 
1) 

NMR (CDC 1 3 ) 5ppm;2. 02 (s, 3 
H) , 2. 12 (s, 3H) . 2. 5 4 (d d , 1H, 
J = 10. 5 6Hz. J =17. 49Hz) . 3. 03 
(dd, 1H, J = 2. 97Hz, J = 17. 49H 
z) , 3. 74 (s, 3H) . 4. 28 (dd, 1H, 
J = 2. 64Hz, J = 1 0 . 56Hz). 
[0 3 24] £gfttt8 0. 

5 -tUVfii* V * f-to- f'Jfyt K 3 V 

mmm i 9 -ems b t- 2 - -r * •* ° tr u =f > t k ? v y 

EB«Kb£4fc&»fc. 

[0 3 2 5] NMR (DMSO-de ) 5 p p m ; 1 . 
88 (s, 3H) . 1. 92 (s, 3H) .2.61 

(dd, 2H, J^0. 99Hz, J = 4. 9 5H 
z) . 4. 1 3 (t, 1H, J = 5. 28Hz) . 7. 
2 9 (brs, 1H) . 11. 55 (brs, 111) . 

[0 3 2 6] mti&&8 1 

2 _^y 7 °ntfiJ-rVt (N-7x-^ 

8 0 T-iSit ffc 5 - % )\>* 4 > * 3-*- 2 ~ -f V 
/af'JfvtK^^^S *V 'J ^ " 4 " * 
T-V V&ffi^^tb-Cfflvv ^&£^!j9i:ISl^^bT 

[0327] NMR (DMSO-ds) Sppm; 1. 
88 (s, 3H) . 1. 91 (s, 3H), 2. 63 
(dd, 1H, J =6. 92, 15. 5 0Hz). 2. 



(37) 
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81 (dd, 1H, J=4. 95. 15. 8 3Hz) . 
4. 24 (t, 1H, J=5. 28Hz) .7.03 

(t, 2H, J = 7. 26Hz) . 7. 29 (t, 2 
H .7 = 7. 59Hz) . 7. 58 (d, 2H, J- 
7 ! 59Hz) .10.01 (s. 1H) .10.74 

(brs, 1H) . 

[0 3 2 8] £ffl#J8 2 

©33jg „ • 

fiSfctfd 8 0 -CW& U fc 5 - AA/sK^f * 2 " * v 

* a f;i/T 5 ^*.aU6»»fc ^"Cffl v ^ , #0Sfl 9 

[03 29] NMR (CDC 1 3 ) SppmfO. 50 
-0. 82 (m, 4.H) . 2. 01 (s, 3 H) . 2. 
07 (s, 3H) . 2. 37 (d d, 1H, J = 1 0. 
23Hz. J = 15. 51Hz). 2. 59-2. 73 

(m, 1H) . 2. 9 1 (da, 1H, J = 2. 9 7H 
z, J = 15. 84Hz) . 4. 29 (dd, 1H. J 
= 2. 9 7H.Z, J = 9- 9-OHz), 

[O330]»83 

5 _ {4 t -*y*?flrtW<is t JM -2- (4-70 

l73^T^tKp77Vl 5 ml<Z)?g£ 

gfttc. WIth'J^4 2 m 

g ^>t4-7 , o : E'<Vt'V^M-;i'i 7 D7'f I"' 1 

;-^=5 0 : 1 (V/V) ffi£»liftc«ky«ftl^ -t 

[0 3 31] NMR (DMSO-de ) 8 p pm ; 2. 
87 (dd, 1H, J=4. 61Hz, J = 14, 18 
Hz) . 2. 9 3 (d d, 1H, J =4. 9 5Hz, J 
= 14. 19Hz) . 4. 06 (brt, 1H) . 5, 
0 5 (s, 2H). 5. 9 1 (s, 1H) .6.80 

(d, 2H, J=8. 58Hz) . 6. 99 (d, 2 
H, J = 8. 25Hz) . 7. 33-7. 4 9 (nr., 5 
H) . 7 . 7 4-7; 85 (m, 4H) . 8 . 93 

(s, 1H) . 

[0 3 3 2] ^J£#J8 4. 

2- (4-7th75 K'Ot'VWl^Vt K^ 1 /;) 
-5- (4-^<>i/;i/7i-*'>^>i 7 ^) -f 
-4 -^"V^jS 



10 



8 1 (d, 2H, J 
2H, J = 8. 58 
5H) . 7. 7 3 
7. 86 (d, 2 
(s, 1H) . 1 



20 



30 



72 

[0 3 3 3] NMR (DMSO-de ) 5 p p m ; 2 . 
05 (s, 3H) . 2. 78 (dd, 1H, J=4. 9 
4Hz, J = 14. 18Hz) . 2. 93 (d d , 1 
H, J=4. 94H7., .T = 14. 18Hz) . 4. 0 
s'(t, 1H, J=4. 95Hz) . 5. 02 (s. 2 
H) . 5. 76 (s, 1H) . 6. 
= 8. 58Hz) . 7. 02 (d, 
Hz) . 7. 31-7. 45 (m, 

(d, 2H, J=9. 24Hz) . 
H, J = 8* 9 1Hz) . 8. 78 
0. 3 9 (s, 1H) . 

[0 3 3 4] #S&#J8 5 

2— <V^ntrU5Fyfc h'7V/y-5- tN- (1-7 

mrnmB ox-^!iibfe5-*;^*->^^- 2—r 

-f n f 'J x> t K 7 '/y 4 * *V »J S» " 4 ~ * 

tt9 fcH*KbT±ElAWb&tt*»fc. 
[0 3 3 5] NMR (DMSO-de ) 5 P P m ; 1 • 
34 (d, 3H, J = 6. 93Hz) . 1. 8 8 (s, 
3H) .1.91 (s, 3H) . 2. 36-2. 49 
(m, 1H) . 2. 51-2. 68 (m, 1 H) . 4. 
15 (b rt, 1H) . 4. 88-4. 9 1 (m. 1 
H) . 7. 08 (d, 1H, J = 27. 
7. 18-7. 31 (m, 5H) . 8 . 
H, .J =p . 5 9Hz) . 10. 73 
H) 



, 7 1Hz) . 
. 38 (d, 1 
(brs, 1 



40 



50 



[0 3 3 6] fttSW8'6 

5- (4--CS^yU^^) -2— iVfuW? 
y t K =? y ^ -f 5 9 *-/ ' J 5* > - 4 - * V it 

5^l*lffl«fcUTiKB^t**** fc - 
[0 3 3 7] NMR (DMSO-de ) S p p m ; 1 . 
87 (s, 3H) . 1, 92 (s, 3H) . 2. 75 

(dd, 1H, J = 6. 93Hz, J = V4. 85H 
z) . 2. 97 (dd, 1H, J=4. 29Hz, J = 
14. 84Hz) . 4. 14 (dd, 1H, J=4. 6 
2Hz, J=6. 93Hz). 6. 80 (s, 1H) . 
7. 26 (s, 1H) . 7. 54 (s, 1H) . 10. 
7 0 (brs, 1H) . 

[0 3 3 8] »8 7 

2-^V^nf'Jr^tK7y^-5- CN- (2-* 
4-75 ysfcA*»xf-;ux^;uo«*>y 2 -r 
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{0 3 3 9] NMR (DMSO-ds ) 5 p p m ; 1 . 
93 (s, 3H) , 1. 94 (s, 3H) .2.99 

(dd, 1H, Jgem=l6. 49Hz, J=9. 2 
4Hz) . 3. 17 (dd, 1H. J = 3. 62H 
z) . 3. 84 (s, 3H) . 4. 32 (d d , 1 
H). . 7. 19-8. 0 9 (m, 4H, . 1 

0. 5 6 (brs, 1H) . 11. 71 (brs, 1 
H) . 

10 3 4 0] £jftffl|8 8 

- 2— < V^D fU-rVt K^^^fyV'J W 
-4-#><Z>S2it 

_ 5 _ ( N _ (2-* h#>>^;t/jK-W7a:-^) *^ 

r?* ^;lo ^ 7 «y u j/ y - 4 - v & anssfl 1 k 

[03411 NMR (DMSO-ds ) 5ppm; 1. 
9 4 (s, 3H) . 1. 9 5 (s, 3H) . 3. 0 4 

(dd, 1H, Jgem=16. 67Hz, J = 8. 9 
1Hz). 3. 2 2 (dd, 1H, J = 3. 9 6H 
z) . 4. 34 {dd, 1H) , 7. 14-8. 39 

(m, 4H, 7i-;H . 11. 14 (brs, 1 
HK 11. 9 0 (b r s , 1H) . 

[0 3 4 2] %ffi$!l8 9 

5- (N- (5-WlflK*^-2-^Wi-*) * 
f7V U > - 4 — * v©S5S 

£%h 6 8 -east ufe 2 - -r v t° u fy tK? w 

-5- (N- (5-*h*rist>)M£-to-Z-** ,i '~ y 

«Kb£fcfc»fc. 

[0 3 4 3] NMR (DMSO-ds ) Sppmll. 
95 (s, 6H) . 2. 27 (s, 3H) . 2. 91 

(dd, 1H, J g cm- 16. 50Hz, J =9. 5 
7Hz) . 3. 2 4 (dd, 1H, J =3. 6 3H 
z). 4. 34 (dd, 1H). 7. 32-8. 09 

(m, 3H), 9. 5 9 (brs, 1H) . 12. 0 0 

(brs, 1H). 

[0 3 4 4] ?y&#l9 0 

5 _ ( N _ (3, 4-i/"^h*->7i-^) X)U**4 
IX/^I-M -2 — ( Vfu f'J-rVt: K7 , //'f7y , J 
->">-4-^-><5DSiiS 

4 _ ? 5 j £g?£&tJL?-)V3LX ; r)\;<nfzt> U IC 3 , 4 - 

g«rfb£tt&»fc. 

[0345] NMR (DMSO-ds) 6 p p m ; 1. 



7 4 

94 (s, 3H) . 1. 95 (s, 3H) . 2. 83 
(dd, 1H, Jgem=16. 49Hz, J = 9. 5 
7Hz) . 3. 12 (dd, 1H, J = 3. 96H 
z) . 3. 71 (s, 3H) . 3. 72{s, 3H) , 
4. 31 (dd, 1H) . 6. 86-7. 29 (m, 3 
H) . 9. 98 (brs, 1H) . 11. 69 (br 
s, 1H) . 

[0 3 4 6] MMfflS 1 

3 -3^\~*ff])Vy$-)\s*"r)l>- 5 - (N-7i-^A 
fy/U is>— 4 — # VOfSil 

[0347] NMR (DMSO-ds) «ppm; 1. 
2 0 (t, 3H) . 1, 9 2 (s, 3H) . 1. 9 5 

(s, 3H) . 2. 87 (dd, 1H, J = 9. 90H 
z) . 4. 15 (q, 2H) , 4. 46 (d , 2H, J 
= 2. 9 7Hz) , 4. 5 4 (dd, 1H. J = 3. 6 
3Hz) . 7. 03-7. 57 (m, 5H, 7i- 
20 . 10, 16 (brs, 1 H) . 

[0 3 4 8] mMM9 2 

2-^y^nt"Ur^kK5fV-4- (3-^- 
;u) ^ry-iuo^ii 

^ a h > 0)fcp UK 3 - ra^7tf^f* 7 a- 
> Srffi 17k UT±ie § 6*rtb-£fe 

[034 9] NMR (CDCh) S p pm ; 1 . 8 5 
(s, 3H) . 2. 04 (s, 3H) , 6. 72 (s, 
1H)., 7. 0 0- 7. .,3 3 (m, 3H, 
30 8. 6 6^.(b r s , 1 H) . 
[0 3 5 0] H»W9 3 

4- (N- (3, 4-^h*i'7i-M #;t/;^-f 
jv*Wi -2--fV^'ntf | ; t> t K v *JJ¥7*J— 

UTJiSE g «HblM% 

[0 3 5 1] NMR (DMSO-ds ) S p pm ; 1 . 



1. 92 (s, 3H) , 3. 52 
3. 7 1 (s , 6H) ,6.51 
6. 8 6-7. 3 3 (m, 3H) 
l.H) . 10. 46 (brs, 1 



40 8 8 (s, 3H) . 

(brs, 2H) . 

(brs, 1H) , 
9 . 9 2 (brs, 
H) . 

[0 35 2] HiS#!l94 
2 — rv^n fij7-"Vt 

O n;i/7-fe h >0-fU>*J 1 3-7'a- : t7tf-;^7y- 
;i/&fflvv H&tfll 7kR»»tbT±SBBWfb-&**:«' 
50 fc. 



-4- (2-f7'/'J 
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[0 3 5 3] NMR (DMSO-de ) 6 p p m ; 1 . 
94 (s, 3H) ,1.96 (s, 3H) .7.39 

(s, 1H) . 7. 69 (d, 1H, J = 3. 13H 
z) , 7. 85 (d, 1H). 10. 88 (brs, 1 
H) . 

[0354] mmm$ 5 

2WV^ , n^'JrykK7 , y>'*5- (N- (2-* 

*3-)U) ■< 5 ^V'J 2/1/-4 -#l/tf)I3jg 

JSfl£#]8 o -cajji bfc 5 - *;ujK* 2/ * 2 - -f v? 
^nfcfU-rVfc: K^W-i' 5 i»V U 2/1/-4 VXD 1 
2-75/-S - ^^USJ&SBfc^^UJt^T" 

fc. 

[0 3 5 5] NMR (CDC la) 5 p pm ; 2 . 02 

(s, 3H) . 2. 0 8 (s, 3H) . 2. 3 4 (s , 
3H) . 2. 66 (dd, 1H, J = 10. 89Hz, 
J = 16. 49Hz) . 3. 21 (dd, 1H, J = 
2. 31Hz,J = 16. 50Hz). 3. 9 2. (s, 
3H) . 4. 44 (dd, 1H, J-2. 31Hz, J 
= 10. 89Hz) . 6. 87 (s,. 1H) . 7. 26 

(s, 1H) > 7. 37 (dd, 1H, J = l. 97H 
z , J = 8 . 5 7 II z ) , 7 . 8 4 (brs, 1H) , 
8 . b 1 (d , 1 H, J = 8. b8Hz) « 11. 0-7 

(brs, 1H) * 

[0 3 5 6] Ite^|9 6 

5- (N- (1 . - x h if -> A;^-*- 3 - ^ fJl/^f 
jv) * 4 f-;i/3 - 2 — r V >fn tf U x v t K 

^ y y f?y 'j .2/1/- 4 -^•^©s^ji 

4 —7 5 y^i.^^x^Ux^-r^CDf^ U K L - D 

[0 3 5 7] NMR (DMSO-ds ) 5 p p m ; 0 . 
82-0. 91 (m. 6H) , 1. 15-1. 22 

(m, 3H) . . 1. 4 4-i. 91 (m, 3H.) . 1 . 
9 4 (brs, 6H) , 2. 63 (d d d , 1 H, J = 
2. 3 1Hz, J =10. 22Hz, J = 16. 16H 
7. ) . 2.95 (dd, 1 H, J = 3 . 3 0 H z , .7 = 
16. 16Hz) , 4. 0 3-4. 12 (m, 2H) . 
4 . 13-4. 24 (m , 2H) , 8 . 43 ( d d , 1 
H, J = 5. 27Hz, J = 7. 58Hz) , 11.. 6 

5 (brs, 1H) . 
[0 3 5 8] m&M9 7 

5- CN- (3-xh*i'^M^7i-il'.) #;w< 
*4JU*3-M -2 — fV7°Dt , 'Jf>tK7^Vf7 
V U 2/1/ - 4 -3}- 

4 — t 5 y$Mtxf;L-xxf;i/WfU) ytc 3 -7 5 

[0 3 5 9] NMR (DMSO-de) $ppm; 1. 



7 6 

32 (t, 3H) , 1. 94 (s, 3H) , 1. 95 
(s, 3H) , 2. 90 (dd, 1H, Jgem=l. 
65Hz, J=9. 24Hz) . 3. 17 (dd, 1 
H, J = 3. 96Hz) . 4. 25-4. 37 (m, 3 
H) . 7. 15-8. 25 (m, 4H, . 1 

0. 36 (brs, 1H) . 11. 70 (brs, 1 
H) . 

[0 3 6 0] 8 

5- (N— (1 -xh*^W-*-2- (4-^1/ 
10 i/;i/*#2/7x— x?-;L0 XJVs^J JV* - 
2 - -f V ^0 t°'Jf> t K7 T'/'J i/' V-4 

4- 75 y^SiSxf^xXrJWtf* tllcO-'O 
i?;i/-L-^pi/yxf;i/x^r^S:fflv\ ^KS#!l9 £ 

[0 3 6 1] NMR (DMSO-de ) Jppm; 1. 
11 (t, 3H, J = 6. 9 3Hz) . 1. 93 (br 
s, 6H) . 2. 51-2. 62 (m, 1H) . 2. 6 

5- 2. 9 8 (m, 3H) ,4.03 (q, 2H, J = 
20 7. 26Hz) . 4. 14 (dd, 0. 5H, J =3. 

63 Hz, J = 9. 89Hz) . 4. 18 (d d , 0. 
5H, J = 3. 63Hz, J = 9. 89Hz) . 4. 3 

1- 4. 4 0 (m, III) . 5. 06 (s, 2H) , 
6 . 9 2 ( d ,. 2 H, J = 8 . 5 7 H z ) , 7 . 13 

(d, 2H, J=7. 26Hz) . 7. 14-7, 44 
Cm. 5H) . 8. 52 (d , 1 H, J = 7. 9 2H 
z ) , 11. 6 5 (brs, 1H) . 
[0 3 6 2] 3US£!l9 9 

5- {N- Cl-*^^'>-2- (4-/<l/ix;i/^4 
30 x-x;i/] XJlr'^-OUtJ-M -2.—4V 

7° □ t° u -f v t k =• v y ?7y u 2/ 1/ - 4 1/ ©Sit 

H^W9 8t?^iiUfc5- {N- (l-xr-df2/*;i/^ 
2- (4-/<l/2/yi/Jj- : ¥2/7x-;i/) X-?-;i/) A 

vi//-^ -r 3=-;i/} - 2 — f v ^ n e uf i/ 1 K ^ 1/ J 

[0 3 6 3] NMR (DMSO-ds ) S p p m ; 1 . 
9 3 (brs, 6H) . 2. 5 3-2. 6 5 (m, 1 
H) . 2. 7 5-3, 0 1 (m, 3H) , 4. 15 (d 
40 dd, 1H, J =2. 9 6Hz, .1 = 10. 22Hz, 
J=22. 4 3Hz) . 4. 30-4. 34 (m, 1 
H) . 5. 05 (s, 2H) ; 6. 90 (d, 2H, J 
= 8. 58Hz) . 7. 12 (d, 2H, J = 8. 58 
Hz) . 7. 29-7. 44 (m, 5 H) . 8. 27 

(d, 1H, J = 7. 9 2Hz) . 

[0 3 6 4] ^£#110 0 

2 — (yfakf U-r>fc K5*/y-5- (N- (l-> 
h*2/*Jl/;#x;u-2- (3--CVKUJI/) x^;u) £ 
yw^-fju^^u} x7VU2/V-4-:*l/0l!ii 

50 4-7 5 J ^.gJF^x^UX^T-Jl/GD-fcb l JCL-h 'J 
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[0365] NMR (CDCls) 5 p p m 
(s, 1H). 1. 9 8 (d, 3H, J -3 



4. 
H) 
7. 
2. 



60 (in, 1 H) 
. 3. 2 1-3. 
1 7 (m, 1 H) 
. 6. 79-7. 
3 5 (m, 2H) 
, 8. 89 (d, 



. 2. 
24 
- 4. 
1 0 
. 7. 
1H, 



1.93 
6 3 H 
8 9- 
(m, 2 
84- 
(m, 2 
6 7- 
J = 1 



z) , 2. 5 1-2. 
2. 9 7 (m, 1H) 
H) . 4. 1 3-4. 
90 (m, 1H) 
. 7. 2 3-7. 
7 3 (m, 1H) 
20Hz) . 

[0 3 6 6] mtkwi 0 1 

5 _ ( N _ ( k i-UJU#**/-3-*W7*-Jl') *JU 
*=c-ito**to} -2 — r V7"n tf'JxVt: K^w^ 

7 y ij 4 - ix 

-^-a-.^^t/^^i/) ^yu>--<^e^;i/^-?-;u) -2- 

[0 3 6 7] NMR (DMSO-ds ) 5 p P m ; 0 . 

8 1-0. 89 (m, 6H) ; 1 . 40-1. 51 
(m, 2H) . 1. 5 7-1. 68 (m, 1H) . 1. 

9 4 (brs, 6H) , 2. 4 9-2. 6 6 (m, 1 
H). 2. 95 (dd, 1H, J = 3. 30Hz, J = 
16. 49Hz) . 4. 17-4. 23 (m, 2H) . 
8.. 2 7 (dd, 1H, J = 5. 2 8Hz, J =7. 9 
1Hz) . 

[0 3 6 8] &M£ffll 0 2 

5 _ { N _ Cl-#;W^>-2- O-^KU*) 
x.f>M- Xto'^Jto*^) - 2 — fvynk'U =r> 

t K7V r /f7V | J , >"v-4 -*y<r>?8M 
$mM i 0 0 T»Bt Life fcf »J t-"^ fc K 7 V 

/-Fi- {n- n -* h*vft/l/rt?£:«'-2- (3- 

[0 3 6 9] NMR (DMSO-ds ) 5 P p m ; 1 . 
94 (brs, 6H) . 2. 53-2. 67 (m, 1 
H) . 2. 8 9-3. 2 4 (m, 3H) . 4, 18 (d 
3 0Hz, J = 10. 2 2 Hz , 
. 4. 44-4. 5 1 (m , 1 
1 5 ('m, 3H) . 7. 3 3 
9 2Hz) . 7. 5 3 (d , 1 
H, J=7. 58Hz) . 8. 38 (d, 1H, J = 
7. 5 9Hz) . 10. 85 (s, lH). 11. 76 
(brs, 1H) . 
[0370] XJ80UO3 

5 _ [ N _ (3-*J!/*»7i;;i/) -fttoJ^jto* 



dd, 1H, J = 3. 
J = 2 2. 4 3Hz) 
H) . 6 . 9 5-7. 
(d, 1H, J=7. 



10 



20 



30 



40 



50 



78 

■gMM* 7T'M3tUfc5- CN- (3-^h#->*^-K 
-toVx-to) Uto^-ito^to} -2 — TV^ntf 
u x> t K-5 vy f-r vy i/>-4 -^i- v£ d3fg0£r 

fc. 

[0371] NMR (DMSO-de ) 5 p p m J 1 . 
94 (s, 3H) . 1. 95 (s, 3H) . 2. 90 

(dd, 1H, Jgem=16. 5 0Hz, J = 9. 2 
4Hz) , 3. 17 (dd, 1H, J = 3. 96H 
z) . 4. 34 (dd, 1H) . 7. 40-8. 22 

(m, 4H, 7*-to) . 10. 3 2 (brs, 1 
H) . 

[0372] mmmio^ 

2 - V 7'n f'J f> t: K 5 - 5 - CN- (2-* 

tort -to* 3-to7 x.-to). titort^j to** 
to") 3--7Wi/> — 4 — 3i-v©S?jg- 

4- 7; j^,%&WiJL?-tox.7. : rto<nfz±) U K 2 - 7 5 

[0 3 7 3] NMR (DMSO-ds ). 5 p p m ; 1 ■ 
9 4 (2 s, 6H> , 2. 8 1 (d d, 1H, J g e m 
= 16. 17Hz, J-9. 90Hz) . 3. 16 (d 
d, 1H, J = 3. 63Hz) . 3. 60 (s , 3 
H) . 3. 68 (s, 2H) . 4. 29 (dd, 1 
H) . 7. 16-7. 37 (m, 4H, 7ji-to> . 
9. 60 (brs, 1H) . 11. 69 (brs, 1 

H) 6 

[0 3 7 4] 0.5 

5- CN.^- {2-iito^iy *^-toVx.—to) isto** 
<< to* *toi - 2 - w v -f n fc' y ?v fc K v v > * 7 v 
y 4 -7t>0W§. 

m&W 1. 0 4 t?«js b fc 2 — r v -f n t° y fi' fc K = ^ 
/-5- fN- {Z-th^Xtotf-V***?*- 
to) *>to*mto*3-to) ^7VUS^V-4-#5'S:* 

[0 3 7 5] NMR (DMSO-ds ) 5 p pm ; 1 . 
9 4 (s , 6H) . 2. 8 3 (dd, 1H, J g e m = 
i6. 5 0Hz, J^9. 8 9 Hz), 3. 17 (d 
d, 1H, J =3. 6 3Hz) , 3. 5 4 (s, 2 
H), 4. 3 1 (dd, 1H) . 7. 07-8. 20 

(m, 6H) , 10. 33 (brs, 1H) . 

[0 3 7 6] mmmioe 

2-<V7 , o^Jr>kK7 , y>-5 (R) - (N-7 
x.-tolitort^ to**to~) f-7WJ>-4 -**<H 

mm 

(TM 1 ) —i~to *s—15— 
^h'J-f-, »4 7«JB4 9 2 8H (19 8 2^) tCffi 
ISSftfe*ffi»C*y«5Sl/fc3i^l' 2 (S) -fcKn 
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5tKa 7^v-?J< (^lOml) ©SftKSflSl,. * 
»ttA;i/#i?-f 5 K%tt&2 • 5 9g SrAPxfc. 1 0 % 
^SE&iD*-. p H&4~ 5 K{£t>. ^iSt?l 0 
Lfc. fija?»4Mftx^U3 0 m 1 -Cttfll U 

^Mtil/Tii^l/ 2 (S) -tKa^-N-'i- 
;i/*0S/:f*— hSl. 5gt§fe. 
[0 3 7 7] NMR (CDCh) Jppm; 2. 8- 10 

2. 9 (m, 2H) , 3, 8 3 (s, 3H) .4.58 
(dd, 1H, J = 6. 93Hz, J = 3. 96H 

z). 7. 0 8-7. 5 1 (m, 5H, 7i=*) . 
7. 87 (brs, 1H) . 

10378] (Xfi2) iSl-tfHiiLfcffrgittfeHHt 
**l/>3 Om 1 KSSSU *fc"r*. h'Jx^7 5y 
1. 4 1ml. ^"Oli'V^M-Mn'JKO. 7 
8ml»K.. *»T»ClOdMaH¥Lfe. iSUStttk 
0. lNiS, «&ffi^*-eifc#b, *S?JcSgSH- h- U ■? 
Ai-e*a»bT. fflKfe»S9*ufe. &fe0«ttttK 20 
tut, 2 (s) ->jy?ji4-^*i>- 

N-7iz;w?W-hSl. 8 2g#t. 

[0 3 7 9] NMR (CDC Is) S p p m ; 3 . 03 
- 3 . 0 6 (m , 2 H) . 3 . 17 ( s , 3H) . 3 . 
85 (s, 3H) , 5. 46-5. 51 (in, 1 H) . 
7. 13-7. 5 2 (m, 5H, Vx.-M . 7. 58 

(brs, 1H) . 

[0380] (113) XS2TSiib2M.b-£#!£^i» 
J— ;i/2 0ml K?gg?U 7th>f*t§*^*/i/ 
1.06 g5i;«*W?- h U £ A 0 . 6 6 g ZtoTL. 30 

£ h bT±IE § #Hfc<&#f & 0 . 56g fist. 
[0381] (a) tt i5 =+2. 6T (C = 1.5 

3, rh7th'D77V) 

NMR (DMSO-de ) afettftt. fEfifi«3 3-ettJt 
[0 3 8 2] HM#J10 7 

2-^y7 , Dt t Uf>tK7i/;-5 (S) - (N^-7 

40 

^^•71/ 2 (S) -fc Ka*'>*2*>-f h<Bft*)y 
K^tM/ 2 (R) -fc K'n NSr-ffl 
HJtltfll 0 6-fc|IO»»CL"C±SBlft^*SW^- 
[0383] (a) o 2S =-2. 58° (C=1.5 
0, -r h7th'Q77>) 

NMR (DMSO-ds ) SH^ffili. H££#J 3 3 T'iSjg 
[0 3 8 4] £ftttl0 8 

5— (N— (4-?Dil'-2-)t h^*^-^ 7 ! 50 



80 

x;u) ^yi/^-r;^^) -2 — rv^n t*u-r>t 

4- 7? yftftSlifA'XXfWftb U K, 2-7 

[0 3 8 5] NMR (DMSO-de) S p p m : 1 . 
9 3 (s, 3H) , 1 . 9 4 (s, 3H) , 2. 9ft 

(dd, 1H, Jgem=16. 50 Hz, J = 8. 9 
0Hz) , 3. 20 (dd, 1H, J = 3. 96H 
z) , 3. 84 (s, 3H) , 4. 31 (dd, 1 
H) , 7. 65-8. 06 Cm, 3H, Vx.-)V) , 1 
0. 50 (brs, 1H) , 11. 71 (brs, 1 
H) . 

[0 3 86] 

5- (N- {2-ts)^^ , y-A-On)VVx.~)V) J} 
^A't^JW^I/) - 2 - ^ V7"d h"U f V t K5i/y 
^rvu^v-4-7i-v 

3Qfi«10 8T?«JgUfe5- CN- (4-^a;i/-2- 
2-4 V7°D t" ' J 7* t Kv^fT^J i^-4-;* 

[0387] NMR (DMSO-de) Sppm: 1. 
9 3 (s, 3H) , 1. 9 5 (s, 3H) , 2. 9 8 

(dd, 1H, Jgem=16. 50Hz, J=9. 0 
8Hz) , 3. 17 (dd, 1H, J =3. 96H 
z) , 4. 3 2 (dd, 1H) , 7. 4 9-8. 4 0 

(m, 3H, 7ir;i/) , 12. 4 9 (brs, 1 
H) . 

[0 3 8.8] mfcffll 10 

2--f-V^DtfiJxVl2 K7^-5- (N- <2, 3 

4- 7 5>'SSS^7 t >l/x^'r;K7)^*)UtC. 2, 3 

[0 3 8 9] NMR (DMS O-de) Sppm: 1. 
94 (a, 6H) , 2. 06 (s, 3H) , 2. 24 

(s, 3H) , 2. 85 (dd, 1H, J = 9. 90H 
z, J = 16. 17Hz) , 3. 18 (dd, 1H, J 
= 3. 63Hz, J = 16. 17Hz) , 4. 32 (d 
d, 1H. J = 3. 95Hz., J -9. 56Hz) , 
6. 99-7. 14 (m, 3H) , 9. 53 (s, 1 
H) , 11. 67 (s, 1H) . 

[0 3 9 0] nm&n 1 1 

5- (N— (2-77-;W^) ^JV^^/U^.^ 
4-7]-V 

4-75; i-T^/UX^-r -H/Ott*) l J ^ ^ 2-7 
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[0 3 9 1] NMR (DMSO-de) 5 p p m : 1. 
94 (2s, 6H) , 2. 62 (dd, 1H, J gem 
= 16. 17Hz, J = 9. 57IIz) , 2. 94 (d 
d, 1H, J = 3. 96Hz) , 4. 21-4. 34 

(m, 3 H), 6. 25-7. 58 (m, 3 H) , 8. 
SOU, 1H, J = 5. 28Hz) , 11. 71 (b 
rs f 1H) . 

[0392] m&Ml 1 2 
5- EN- (2, 6-^fil/7x-;i/) IMU^JJV 10 

>-4-;*> 

IBi*Wb£tt*»fc. 

[0 3 9 3] NMR (DMSO-de) 5 p p m : 1 . 
9 5 <s, 6H) , 2. 13 (s, 6H) , 2. 8 5 

(dd, 1H, J=9. 57Hz, J = 16. 17H 
z) , 3. 18 (dd, 1H, J -3. 96 Hz, J = 
16. 17Hz) , 4. 33 (dd, 1H, J = 3. 6 20 
3Hz, J = 9 . 5 6 Hz) , 7. 0 6 (s, 3 H) , 
9, 44 (s, Iff. ) , 11. 69 (br». 1 
H) c 

[0394] HKfill 1 3 

2— f y^ntfu-xvt: K^^V-5- EN— (2-* 
4 - 7 $ y*-g;s»i.f-;i/^XT-;uo«*) y 3 - 7 

SS«9 kH«»CL/-C.±S2a»fb-&ttS:»fc. 30 

[0 3 9 5] NMR- (DMSO-de) Sppm; 1. 
94 (s, 3H) , 1. 95 (s, 3H) , 2. 96 

(dd, 1H, J g em=l 6, 8 2Hz, J = 8, 9 
1Hz) , 3. 8 2 (s, 3H) , 3. 9 2 (s, 3 
H) , 4. 32 (dd, 1H, J = 3, 9 5Hz) , 
7. 15-8. 6 2 (nv, 3H, Vjl^M ,9.53 

( b r s , 1 H) , 11. 6 9 ( b r s , 1 H j • 

[0 3 9 6] m&m± 14 

5- EN- (5-*;b^-2-> h*S/7x-;i/) 
XJW^JJVtZ-Jt/l -.2-^V^nH°Uf>tK7V .40 

me&ffli 1 3-cat5sufc2— < v/ntruxvk k^v 

y — 5- (N- (2-ji h*S/-5-^ h=¥2/*^sK.- 

[0397] NMR (DMSO-ds) 5 p p m- : 1. 
94 (s, 3H) , 1. 95 (s, 3 H) , 2. 95 

(dd, 1H, Jgem=16. 82Hz, J=9, 2 
4Hz) , 3. 28 (dd, 1H, J = 3. 63H 50 



8 2 

z),4. 31 (dd, 1H), 7. 11-8. 57 
(m, 3H, 7x-iW , 9. 50 (brs, 1 H) . 
[0398] WfcMl 1 5 

5- (N- (4, h*S/-2-xK*S/*;b3j? 
-;i/^x-;u) *^^-f;i/^^;u] -2-^y^ot 9 
U-rVfc K^ > -/y^Tv r U^>-4-^y 
4 —7 5 y ^ASKx^I/JC^^l/Oft*) U 2—7 

W IHS«9i:ra«Sk:L/T±SBBftWb^tt*:»fc. 
[0 39 9] NMR (DMSO-de) 5 p P m : 1 . 

3 3 (t, 3H, J =6. 93Hz) , 1. 93 (s, 
3H) , 1. 95 (s', 3H) , 3. 0 1 (dd, 1 
H, J = 9. 24Hz, J = 16. 83Hz) , 3. 2 
0 (dd, 1H, J = 3. 96Hz, J = 16. 83H 
z) , 3. 77 (s, 3H) , 3. 81 (s, 3H) , 
4. 27-4. 35 (m, 3H) , 7. 39 (s, 1 
H), 1, 98 (s. lH), 10. 73 (s, 1 

H) , 11. 71 (brs, 1 H) o 
[0400] H5£#!l 1 1 6 
5- (N— (2-#;U/K*i/-4, 5 

K 7 ^/f?y ».J 5/ V - 4 -?J- V 

USStfUl 1 5T«JtUfc5- EN- (4, 5'-S/^ h=¥ 

-2-4 v^dtf'jfvk K5i/yf7Vy i/i/ 

[0401] NMR (DMSO-de) .5 p p m : 1. 
9 4 (s, 3H) , 1. 95 (s, 3H) , 3. 0 2 

(dd^lH, J=8,' r 91Hz, J = 16. 50H 
z) , 3t 19 (dd, 1H, J = 3, 96H.Z-, 1 
6. 8 3Hz) , 3. 7 6 (s, 3H) , 3. 8 1 

(s, 3H) , 4. 33 (dd, lH r J = 3. 63H 
z, 8, 9 0Hz) , 7. 4 4 (s, 1 H) , 8. 18 

(s f 1H) , 11, 54 (brs, 1H) . 

[0 4 0 2] JQW9117 

5- EN- (2-^<>s/;i/3j : #2/*;vdf-;i/-i (S) 

2«>fVyDk'iJfVtK7^7*/iJ*/V-4-* 

4 - 7 ^ y^§^x^;ux;^;u0^£> y L - 7 

tv *»«9i:ra«^lyr±Ki«rfb-&ttS:»fc. 

[0403] NMR (DMSO-de) 5 p p m : 1. 
92 (s, 3H) , 1. 93 (s, 3H), 2. 57- 
2. 99 (m, 2H) , 3. 61 (s, 3H) , 4. 1 
8-4. 35 (m, 1H) , 4. 69 (d d , 1H, J 
= 6, 9 3H7. , J = 1 3. 53Hz) , 5, 11. 
(s, 2H) , 7. 36 (brs, 5H) , 8. 65 
(dd, 1H, J = 3. 30Hz, J = 7. 59H 
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z) , 11. 67 (b r s, 1H) . 

[04 0 4] mmmi 1 8 

5- CN- (a-x-h^Xfrit-frll/W) tl)VA 
^-OVt^-M -2-^V7'D fcTU-rvt K7-/^f7 

4 -7 $ y ggMM^Jf^ X-r^CD-f^fo U IC, D L - 

«tc UT±f5B 6*Kb-^£f#£:. 

{0405] NMR (DMSO-de) Sppm: 1. 
10-1. 14 (m, 3H) , 1. 93 (s, 3H) , 
1. 94 (s. 3H) , 2. 66-2. 76 Cm, 1 
H) , 2. 9 9-3. 0 9 (m, 1H) , 4. 04- 
4. 13 (m, 2H) , 4. 15-4. 25 (m, 1 
H), 5. 38 (t, 1H, J=5. 2 7Hz) , 7. 
38 (s, 5H) , 8. 91 (t, 1H, J=6. 27 
Hz) , 11. 6 5 (brs, 1H) . 

[04 0 6] mS&Ml 1 9 

5- CN- ia-fi^^^l/M lUW^J 

- 2 — < V-fu fcf U =r^> t K =7 V y ^7 V >J i?y 

^6g^!jll8T?^3tbfc5- [N- { a -^h^il)V 

tfiA^vs^i/) fiji/AU ii/t-f-n/- fc° 

i;?Vt K5i/V^7v^Ui^v-4 

btffii>. 3$mi 4fcim«HcLT. ±iffig«Hb'£« 

[0 4 0 7] NMR (DMSO-ds) Sppm: 1 . 
9 3 (s, 3H) , 1. 9 4 (s, 3H) , 2. 6 9 

(dd, 1H, J = l6. 2 3Hz, J = 16. 50H 
z) , 3. 07 (dd, 1H, J = 3. 6 3Hz, J = 
16. 83Hz)~, 4. 22 (dd, 1H* J = 3. 6 
3Hz, J-10. 22Hz) , 5. 34 (d, 1H, 
J=7. 59Hz) , 7. 32-7. 39 (m, 5 
H) , 8. 8 4 (d, 1H, J = 7. 2 6Hz) . 

[0408] IIMfl'Jl 20 

5- C.N- (i-tKn#-y-5-^ h*<>*ii/#-;t/ 
7x-;i/> JU*f-Jl>) - 2-W V^of'Jx 

4 —7 $ J jc XT-;uof^*> U fc: . 3 - 7 
i y-4 -fc Kn*s/S&*M^^-«> x ^^*Svv. 
HS£{?!J9 fc[E^KUT±fE§^b^£#fc. 

[04 0 9] NMR (DMSQ-de) Sppm: 1. 
94 ( s , 3H) , 1. 95 ( s , 3H) , 2. 97 

(dd, 1H, Jgem=l6. 82Hz, J=9. 2 
4Hz) , 3. 28 (dd, 1H, J=3. 96H 
z),3.80(s,3H),4.3 2(dd,l 
H) , 6. 94-8. 54 (m, 3H, 7i^W , 
9.47 (brs, 1H) , 10. 83 (brs, 1 
H) , 11. 69 (brs, 1H) . 

[0410] flifefl|121 

5- CN- (5^*JV7i(*is-2-\i Ka*->7i- 
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;u) ^iW^-fi^fib) -2--<vyDtr'J-r>t K 

7^f7V'jy"y-4-*y 

236011 2 0T'S!ifeU*:5- CN- (2-tKn*<>- 

iv) - 2 - v -/ a t." u -r > t k ^ yv y v u > - 

4- vt>&tli5l^i:bTffl».\ HSS^l4i:^KiO 

[0411] NMR (DMSO-de) 5 p p m : 1. 
94 (s, 3H) , 1. 95 (s, 3H) , 2. 98 
10 (dd.lH, J = 16.49Hz,J = 8.91H 
z) , 3. 27 (dd, 1H, J = 16. 49Hz, J 
= 3. 96Hz). , 4. 32 (dd, 1H, J = 8. 9 
1Hz, J = 3. 9 6Hz) , 6. 9 9-8. 74 
(m, 3H) , 9. 48 (brs, 1 H) , 10. 86 
{brs, 1H) , 11. 5 2 (brs, 1 H) . 

[041 2] mmmi 22 

5- CN- (4-7MQ7x-^) tHVA=e-< Jl/** 

;U ) _ 2 -^V7"n t°i;fyt: K^yv^vu 
20 4-75y^f.S^5 :: ;i/aiXT-;i/©-fU3yic. 4-7 

[04 13] NMR (DMSO-de) Sppm: 1. 
94 (s, 3H) , I. 95 (s, 3H) , 2. 85 

(dd, 1H, Jgem=16. 49Hz, J = 9. 2 
4Hz) , 3. 14 (dd, J = 3. 96Hz) , 4. 
3 2 (dd, 1H) , 7. 11-7. 6 0 (m, 4H, 
? = ,10. 17 (brs, 1H), 11. 69 

(b f s , 1H) . 
30 [0 4 14]lffi{fjl2 3 

5- CN- (2-*7U7K=¥^-4-/7 t ;U7x-.;i/) * 

•f 7 x y" l Ji^>- i 4 

8 0 T- mm. b 5 ■ - 73 * •> * ?Vt/ ~ 2 - V 

^•n tru x^t y y -r 5 *v u 4 v&tf 

tru-ri/fc K^vy-s- CN- (2-^h*->*;^ 
40 V'J^>-4-3*-v$:®>gUfc. Cti.&l£&£#!ll4 bffl 

[0 4 15] NMR (DMSO-de) Sppm: 1. 
89 (s , 3H) , 1. 9 1 (s., 3H) , 2. 2 9 

(s, 3H) , 2. 77-2. 81 (m, 2H) , 4. 
25 (t, 1H, J=5. 61Hz) , 7. 38 (d 
d, 1H, J = l. 98Hz, J = 8.. 5 7Hz) , 
7. 78 (d, 1H, J = l. 98Hz) , 8. 31 

(d, 1H, J=8. 25Hz) , 11. 13 (s, 1 
H) . 

so [041 6] mmsn 24 
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5- (N- (4-fc: K-*i/-2-* b*f 

4- 75 J&Mm^.^K'^ 7*7-)V<F>K±> U IC, 2-7 

HJfcfcl 9 i: IBIRK LT±i3 § «H_£tt_t§fc. 

[0 4 171 NMR (DMSO-ds) S p pm : 1. 
93 (s, 3H) , 1. 94 (s, 3H) ,2,88 

(dd, 1H, Jgem=16. 50Hz, J=9. 2 
4Hz) , 3. 13 (dd, 1H, J = 3. 96H 10 
z) , 3. 8 1 (s , 3H) , 4. 28 (d d , 1 
H) , 6. 9 6-7. 7 4 (m, 3H, . 
9. 6 9 (brs, 1H) , 10- 15 (brs, 1 
H) , 11. 68 (brs, 1 H) . 

[0 4 18] HSfctfil 2 5 

5- CN- (2-A^J/-4-tKn#i/7x- 

Xfttf 1 2 4T'3«ibfe5- (N— (4-tKD*'/~ 

- V V°n fc° 'JfVtK7V'>'f7^'Ji'*V-4- 
*v_aBfcJS»'-0-OSO. *JjfcWl4_HfiUcU-C. 

[0419] NMR (DMSO-ds) S p p m : 1. 
9 4 (s, GH) , 2. 9 3 (dd, 1H, J g em = 
16. 50Hz, J = 9. 23Hz) , 3. 14 (m, 
1H) , 4. 2 9-4. 31 (m, 1 H) , 6. 97- 
8. 0 9 (m, 3H, Ji-il') . 9. 6 0 (brs, 
1H) , 10. 6 7 (b rs, 1H) , 1 1. 6 8 (b 

rs, 1H). • _ 30 

[04 2oi mmmi2e 

5 _ (n— (4- C (6-7-fe >#'>-2, 5, 7, 8 

-fh5>f;wn7>- 2 — ou) * h**» ~_- 

-2-^v^Dt , 'Jf>tK 
5> -J J =f-T-J <J s/v - 4 — * > 
4-7$ y^g^x^l/JC^^L/C^y T. Y 
oshioka, T. Fujita, T. Kanai, 
Y. Aizawa, T. Kurumada, K. Has 
egawa, H . Horikoshi, J. Med.- C 
hem. , 3 2, 42 1 (19 8 9) imiXm&Ct- 40 
6_7.fel.ifi/_2- C (4-7 5y?i/*'» *f- 
;i/) -2, 5, 7, S-Thv^i'n'?^^^- 

[Q421] NMR (DMSO-ds) S p p m : 1 . 
33 (s, 3H) , 1. 8-2. 1 (m, 17H) , 
2. 30 (s, 3H) , 2. 62 (t, 2H, J=6. 
60Hz) , 2. 82 (dd. 1H, J=9. 57H 
z, J = 16. 49Hz) , 3. 12 (dd, 1H, J 
= 3. 96Hz, J = 1 6 . 49Hz) , 3. 97 

(q, 2H) , 4. 31 (dd, 1H, J = 3. 96H 50 
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z, J=9. 57Hz) , 6. 92 (d, 2H, J = 

8. 90Hz) , 7. 45 (d, 2H, J=9. 24H 
z) , 9. 97 (s, 1H) , 11. 69 (brs, 1 
H) . 

[0 4 2 2] $mMl 2 7 

5- CN- (4- ( (6-fc Kn*t/-2, 5, 7, 8 

-7 1-7^^07^-2 <M * ~_- 

M W^'Oi'j.f-M -2-fy^DtfiJfvbK 

*^1 2 6-C'Mi_Ufc5- CN- C4- C (6-7-fe 
h*is-2, 5, 7, 8-f S7^f;Wn?V-2- 
-Of) J*h*i/J 7_-^) A-nA^-f^T^H -2 
- ^ V y n e U 7* V - K ^ ^ 7 ^ 'J > - 4 - * V 
0. 6g&^i'>'-JH0mllCi*U lNTkSMb:*- 

0 . lN_^CDzg_-?£T»aiL;fe. w 

*_UT. ±IBIflWb_*&0. 4 9g#fe. 
[0423] NMR (DMSO-de) Sppm: 1. 
29 (s, 3H) , 1. 8-2. I (m, 17H) , 

2. 5 6 (t, 2H) , 2. 8 2 (dd, 1H, J = 

9. 5 7Hz, J = 16.. 49Hz) , 3. 12 (d 
d, 1H, J = 3. 63Hz, J=l6. 4 9 Hz) , 

3. 92 (q, 2H) , 4. 31 (dd, 1H, J = 

3. 63 Hz, J = 9. 57Hz) , 6. 91 U. 2 
H, J = 9. 24 Hz) , 7. 4 5 (d, 2H, J = 
8. 9 1Hz) , 9. 96 (s, 1H) , 1 1. 70 

(b r s., 1 H) . 

[04241 2 8 i ^ 

(MJ vjvituH-M 7x-/b) t>)W^<Oi>*?- 

4 - 7 5 J Sifi-f-Jl'X 7.7-)\/<D^,±> U VC, 3 - 
(Nij7;^n.^f;i/) 7-yvfcfiHv ^MM9 tm 

[04 25] NMR (DMSO-ds) « p p m : 1. 
94, 1. 95 (s, s, 6H) , 2. 92 (dd, 1 
H, J=9. 23Hz, 16. 83Hz) , 3. 18 

(dd, 1H, J = 3. 9 6Hz, 16, 83Hz) , 

4. 34 (dd, 1H, J = 3. 96Hz, 9. 23H 
z) , 7. 41 (d, 1H, J = 7. 59Hz) , 7. 
56 (t, 1H, J = 7. 92Hz) , 7. 72 (d, 
1H, J = 8. 25Hz) , 8. 07 (s, 1H) , 1 
0.47 (s, 1H), 11. 72 (brs, 1H). 

[04 2 6] USSflll 2 9 

2->f vfu fcfy-rV'- K7 x yy-5- CN- (4-> 

h^f->- 2-^7 c -;f^x-;u) ^^^-f^^^i/) t° 

7VU V-4 

4-7 5 y^§.#®E--7 c ^--^r;L'0^y 1C. 4 - > 
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k * •> - 2 - * ?v V 7 - ') y £ W 
UT-hlBiWfb^ttfcWfc. 

[0 4 2 7] NMR (DMSO-de) S p pm : 1 . 
94 (s, 6H) , 2. 15 (s, 3H) ,2.81 

(dd> 1H, J. gem=16. 16Hz, J=9. 5 
7Hz) . 3. 15 (dd, 1H» J = 3. 96H 
z) , a. 7 2 (s f 3H) , 4. 3 0 (dd., 1 
H) , 6. 70-7. 20 (m, 3H, 73L-Jl>) , 
9. 3 8 (b r s, 1H) , 11. 6 8 (brs, 1 
H) . 

[0 4 2 8] Xt&ftll 3 0 

5- cn- (4-?;wn-2-^ 

4 -7 5 y ^§f8x-j-;!/xxxM&-ft;b li tc. 2 - 7 

*S#|9 £gffllic LT_LlBE«Hb-£*Me*Sfc* 
[0 4 2 9] NMR (DMSO-de) 5 p p m : 1 . 
93 (s, 3H) , 1. 94 (s, 3H> , 2. 95 
(dd, 1H, Jgem=16. 50Hz, J = 9. 2 
4Hz) , 3. 18 (dd, 1H, J = 3. 9 6H 
z) , 3, 8 4 (s, 3H) , 4. 3 1 (dd, 1 
H) , 7. 4 5-7. 98 (m, 3H, 7ji-JI>) , 1 
0. 39 (brs, 1H) , 11. 70 (brs, 1 
H) . 

[0430] mmn 3 1 

5 - CN- (2-AM*'V-4-7MD7i-;i') 
y-^TV»jS^>-4 

3IM#!!1 3 0T'S?itLfc5- CN- (4-^;u*n-2 
- 2 - < "J-zfti fc° 'J -r > fc K 7 *-/ J fT"/ 'J *>" v - 4 - 

[0 4 3 1] NMR (DMSO-de) 5 p pm : 1 . 
9 4 ( s , 3 H) , 1 . 9 5 ( s , 3 H) , 3 . 0 1 

(dd, 1H, Jgem=16. 83Hz, J = 8. 9 
0Hz) , 3. 2 0 (dd, 1H, J = 3. 9 6H 
z) , 4. 32 (dd, 1H) , 7. 44-8. 34 

(m, 3H, ?x-*) , 10. 9 1 (brs, 1 
H) , 11.. 60 (brs, 1H) » 

[0 4 3 2] 3361*13 2 

5- cn- 

4-7 5 y£,§,§^X^UXX-r;U©ft;b U 2-7 

5 ^ - 6 - p^if 8^f;i/xxf w n 

[0 4 3 3] NMR (DMSO-de) S p p m : 1 . 
94 (s, 3H) , 1. 95 (s, 3H) , 2. 86 
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(dd, 1H, J g em= 1 6. 82Hz, J = 9. 2 
4Hz) , 3. 14 (dd, 1H, J=3. 63H 
z) , 3. 79 (s, 3H) , 4. 28 (d d, 1 
H) , 7. 0 8-7. 5 7 (m, 3H, , 1 

0. 21 (brs, 1H) , 11. 68 (brs, 1 
H) . 

[04 34] USSflJl 33 

5- CN- (2-WWj4V-3-7;^n7ir;i/) 
frjw<*<{jv**M -2-^Vyfak"ijfvt: K^V 

^JS»13 2i?«JiUfc5- CN- (3-7;i/tfn-2 
hifi/*;i/**^.;u7x-;u) j^t/^-ot/^-Tv/u) 
-2 — f y :/ a fc° U ^ > fc K ^ V y -r- 7 :/ 'J i/ v - 4 - 

[0 4 3 5] NMR (DMSO-de) 5 p p m : 1. 
94 (2s, 6H) , 2. 88 (dd, 1H, Jgem 
= 16. 50Hz, J=9. 57Hz) , 3. 17 (d 
d, 1H, J = 3. 63Hz) , 4. 29 (dd, 1 
20 H) , 7. 0 4^-7. 59 (m, 3H, 7x-^) , 1 
0. 2 6 (brs, 1H) , 11. 75 (brs, 1 
H) . 

[0 4 3 6] ^j£#ll3 4. 

2->fV^nt'iJf>tK7^-5- CN- (2-^ 

h*f an^ -)\f- 5-jtf;V7i-;i/) * jwi* -c & 

*3-M 5=-7V'J^V-4-j4-> 

4- 7;-/ KfefflBtx-^x. Xt- A>©-ft£> U H . 2-7 

$y - 4 - * *-;u£J8tf Bfc* fwx^f;^ffl v», 

30 [0 4 3^7] NMR (DMSO-de) 5 p p m : 1 . 
9 3 (s, 3H) , i. 9 5 U, 3H) , 2. 3 5 
(s, 3H) , 3. 01 (dd, 1H, Jgem=l 
6. 50Hz, J = 8. 91Hz) , 3. 20 (dd, 
1H, J = 3. 96Hz) , 3. 84 (s, 3H) , 
4. 31 (dd, 1H) , 7. 0,2-8. 04 (m, 3 
H, . 
[0 4 3 8] £%0gl3 5 

5- CN- (2-*;u#*i/-5-^-?-yU37xx;u) * 
jf^^jv^ *JU) - 2 - -f V ^ n f U fc K 9 V -/ 

40 5=-7V r Ui^V-4-3fV 

Xffiftfl 34-C-8!jtUfc2-'('vynfc 0 i;T T >fc K^V 
y-5- CN- (2-* hdp*/*;udfx;u-5-3i-?-;i/ 

VfciWfifflWfcl/CJi''^ 3S»Wl4fcHI*KLT. -h 
!2i^b-^S:t#fc. 

[0 4 3 9] NMR (DMSO-de) S p p m : 1 . 
94 (s, 3H) , 1. 95 (s, 3H) , 2. 35 

(s, 3H) , 3. 05 (dd, Jgem=16. 50 
Hz, J = 8. 58Hz) , 3. 20 (m, 1H) , 
50 4. 3 2 (dd, 1H, J = 3. 96Hz) , 6. 97 
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-8. 28 (m, 3H, . 11. 18 (b r 

s, 1H), 11. 73 (brs, 1H) , 13. 4 2 

(brs, 1H) . 

[0 4 4 0] mfimi 3 6 

2-fy^a^UfytK7/^-5- CN- (3-* 
4-7 5 J<£W&WlX-*)\>X-*- : t)WV&> 0 3-7 

[04 4 1] NMR (DMSO-ds) 5ppm: 1. 
9 4 (s, 3H) , 1. 9 5 (s, 3H) ,2.96 

(dd, 1H, Jgem=l6. 8 2Hz, J =8. 9 
1Hz) , 3. 19 (dd, 1H, J = 3. 96H 
z) , 3. 91 (s, 3H) , 4. 35 (dd, 1 
H) , 7. 87 (brs.. 1H) , 8> 26 (brs, 
1H) , 8. 42 (brs, 1 H) , 10. 7 1 (br 
s , 1H) , .11, 7 2 (brs, 1 H) . 

[0442] ^ffiM13 7 

5 _ cn- (3-*;b***i'-5- {ViiV)V*u** 
)L>) 7iifl/) JMUA^J JU.*3-JU) -9.-4 V-7'nK 

3 6 F©igb^2-^y-/ut: 0 'j7 r vfc: 

Ut/"v-4-^-vS:ai%^i:L/'Cffli\ .^SS^!ll4t 

[04 4 3] NMR (DMSO-ds) S p p ro : 1 . 
94 (s, 3H). , 1. 95 <s, 3H) , 2. 96 
(dd, 1H, Jgem=16. 4 9 Hz., J =8. 9 
1Hz) , 3. 2 0 (dd, 1H, J =3. 9 6H 
z.) , 4. 3 5 (dd, l.H) , 7. 8 5 (brs, 1 
H) , 8. 2 6 (brs, 1 H) , 8. 3 7 (brs, 
1H) , 10. 6 8 (brs, 1H) ,11. 7 6 (b 
r s, 1H) . 
[0 4 4 4] H#£#ll 3 8 

2 — rV-/nt°U-r>t K7W--5- (N- (4- 
(HJ 7)\J*U*3-)V) iMW^J )V*=f- 

4-7 5 ;gcI,fix^fl/.iXf^©ftb U IC. 4 - 

[0445] NMR (DMSO-de) 5 p p m : 1. 
93 (s, 3H) ,1.95 (s, 3 H) ,2.93 

(dd, 1H, Jgem=16. 50Hz, J=9. 2 
4Hz) , 3. 20 (dd, 1H, J=3. 96H 
z) , 4. 35 (dd, 1H) , 7. 66-7...79 

(m,. 4H, 7ii;i/) , 10. 49 (brs, 1 
H) , 11. 7 1 (brs, 1H) . 
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[0446] 5Ufe#U 39 

2--T V^ah-iJ-rVt: K^W-5- (N — (4-> 
h*->-2-* hdf^^^-yp^x-^) 73;^^ -T 

4 - 7 5 y £&#^:n^L/3- XT^UCOtt*) »J . 2-7 

mm 9 £ ic b T_bf2 g #tfb£<& &» t-. 

[0 4 4 7] NMR (DMSO-de) Jppmil. 
93 (s, 3H) , 1. 94 (s., 3H) , 2. 91 
10 (dd, 1H, J = 16. 50Hz, J=9. 24H 
z) , 3. 16 (dd, 1H, J = 16. 50Hz, J 
= 3. 63Hz) , 3. 78 (s, 3H) , 3. 83 

(s, 3H) , 4. 3 0 (dd, 1H, J = 9. 2 4H 
z, J = 3. 63Hz) , 7. 17-7. 84 (m, 3 
H, 7x.=.JU) , 10. 24 (brs, 1H) , 11. 
7 0 (brs, 1H) „ 

[04481 H$j#U40 

5- (N- (2-7j;u*'^f^-4-^ h*i'7ir;b) 

20 y-f-7VU^>-4-;4-V 

SSJfg^J 1 3 9 T' S! Jl b t- 2 - -< V -f a fcf ' J ? V t K 5 V 
y_5_ CN- (4-.* S*>V-2-:* K^ri/*;i//Kr. 
;l/7x-/l>) TJV^^-r;!/^-?^) ^7Vy^v-4- 
#;>'££il$gM?4£bTjB(.v |©S^li4i:p]^tcUT. 

[0 4 4 9] NMR (DMSO-ds) & p pm : 1 . 
93 (s, 3H) , 1. 94 (s, 3H) , 2. 96 

(dd, 1H, J = 16. 50Hz, J = 9. 24H 
z) , 3. 17 (dd Vi lH, J = 16. 50Hz, J 
30 =3. 6 t 3Hz) , 3." 7 7 (s, 3H) , 4. 3 1 

(dd.'lH, J = 9. 24Hz, J = 3. 63H 
z) , 7. 17-8. 21 (m, 3H, 7*-)V) , 1 
0. 7 6 (brs, 1H) , 11. 7 2 (brs, 1 
H), 18. 60 (brs, 1H) . 

[0 4 5 0] Pernio 
-ffig. (1) <JD-{b-^0D>i'< : 7-K>K^PlS^fflf±^T 

[0 4 5 1] yi/f-- Ai;7;t/^ |— x£0. 2My> 

^h'J^A^^tS (pH7. 4) K**V?ftl Omg 
40 /ml, .10 0mM<&8&Jgfc#ackpKi^U 3 7"C 
T-3BIS'('V^i^-'>3>L'^ -^SSr^y^b 
SDS-PAGEIffl^. m^ifrMZfiteit-- 

0. 2%i7V-^>— yj'J7VK 77b— r- 
2 5 0 7 s V h * — * — i y — 

SSr^fibfe. 

to 4 5 23 ^Sftb-^ii-i' VHutc^fla 

50 Mil. IC5oM£j3^fc*f7$^7-i'">.tfa 
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[04 5 3] «K{b^ttttOT©ay-e*5. 
[0 4 5 4J 1. 5- (4-^V^**2/^>^ l/ ) 
- 2 — f V^n bf U^rV t W 4 5 *VU 4 

^^:/Ui/V-4 

4. 5— - 

5. 5- (4- (2, 6-^n;^>>**^) ^ 

>s>;W - 2 — r y ^ □. tr y m^^vjj^ ?w 
-• 4 

6. 5- [4- (4-^n7^>^l/3i-^>) 
»4-vi"> 

7. 5- (4-tKn*2/7x-;W -2->rv^nt° 
ijf> t'K 5 ^ 2Vy >~>- 4 -Ti- v 

8. 5- -2-*f V^ntf 

2--fv^n -truyvt K^i/y^r ^^v r u^>-4~ 

10. 2-^V^°Qt: 0 U7 r Vt:K^> r -/-5- (4-7x 

11. 2-^V7 p ab°Ux>b K5*>y-5- (4-**- 
^^v^/u)- *r:/y s>v-4 

12. 5- C4-^>^;t^^r^^-V^7i') 
at - Utr>tl K^V P y^ 1 TV r 'Ji/V-4-^V 

.13. 5-^;i/^^i/^^;t/-2-^ v^afj-rvt: K 

14. 2->fy^Dt: 0| ifvtK7y^-5- (N-/n 

15. 5- CN- (4-xh*^#;UsKx;i/7xx;i/) ^ 

;u^^;l/^^-;u] -2— f v^n tfu-r^t: K5^v 
^■TV^U^V-4 

16. 5- CN- (4-*^*i^7x-;i/) */i/^-f 
i7>-4-^-V 

17. 2 — fV^otyfVtK7^-5- CN- (2 

2, 3, 4-rH7tKo*y>J>-3 

18. 5- (N-i/^a^^WU^^W^-T^U^^yu) - 

19. 5- (n-jiK^s/*;!^-^^^-;!/*;!/^^^;!/ 
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V-4-^*V 

20. 5 3=-^- 3 -x h*^>*;Ud?-;i/^ 
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